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Title: INSECTICIDES CONTAINING HYDRAZONE DERIVATIVES AS THE ACTIVE INGREDIENT AND NOVEL HY- 
»NE DERIVATIVES 



= (54)Sgwa)*^: t K77>S*»;$*J6iS^tt4S4Sfl&i;««t K^VvlgaSt* 




O 



(57) Abstract: Insecticides containing as the active ingredient 
hydrazone derivatives represented by the general formula (I); and 
novel hydrazone derivatives: (I) wherein A and Q are each aryl or a 
heterocyclic group; W is oxygen, aminylene, alkylene, oxyalkylene, 
or alkyleneoxy; X 1 and X 2 are each hydrogen, alkyl, alkenyl, 
alkynyl, aryl, a heterocyclic group, formyl, acyl, alkoxycarbonyl, 
aryloxycarbonyl, heterocyle-oxycarbonyl, alkylsulfinyl, arylsulfinyl, 
heterocycle-sulfinyl, alkylsulfonyl, arylsulfonyl, or a heterocycle-sul- 
fonyl; Y is oxygen or sulfur; and Z is hydrogen, halogeno, cyano, 
alkyl, alkenyl, alkynyl, amino, alkoxy, or alky 1th io, with the proviso 
that each group may be substituted. 
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mm<D®.mmmt&m (it>) i^l, it, ifci~ioo§iT«i,?), m 
5 

A 
N 

X 1 ^ X 2 

O 
Ic 

— j|£5£ (id) K7/y|^^ ^jS^:- 5^^$tb?> J: t 

(ic) tr^ny>-^J^J:»9 N 0-150 °C, 0£L<teO~8O °C 

^/B^ftS^n^W^J^J^ U"C«, ^> HIS. N-^Paa^i/f* 

_hfa^n^V^J^ffi*«. ii^ K^/^fi^ft (Ic) fc*frU 0.5-1 
Ojg^*, 0SL<«l~3ffif£*T?S>5. 

Ttt, -o-i£>\ ^i/wyf o^f s^^Tkii ; n p ^ y N 
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^©^ffi*^b^ (ic) fc*t-U a*-ei~i o 0{§*x*fef9, & 

A 
I 

X^^N X 2 
O 

Id VIII 

— (Ie) ©T^v^ff Slates ^^-6-e^$tL§«fc t: K7>»fi 

9f#: (Id) £T^^Hf* (VIII) ^#^T"C\ ilif, 0-150 0 ' 

±mr^>mmi^ (viid^/b* ^v^^^mmi^ aa) tc*tu 

N 0.5-10^^*, &£b< fil~3^it'fo2.o 

-LiEits©^*^ t h^y^mmi* aa) ma-u iist. 0.5-10 
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Irt K7^/^iift (lb) ^*fU0.0l~H§^*»bT^J;v\ 

mm** uv\ 

^<£«B*te, (Id) (£*tU aS, Itt'l-lOOMt'fe^ 




— ^ (if) cDt v^^^wmwn, mj&&.- 7m^$tb5 «t 5^ r=yv 

'^✓7yftiT5 Kft*# (IX) ^Sr^S^^T, 0~100 t\ #F*U<ttlO 
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±m^r^mi<D^mmt r~ y fmmfc^^z^Tv^T ^ ^ ax 

±Mi?T>rm-±, M<Dtf&TX\ -70~100 °C N 0£L<te -50~20 

±lB^<D^ffi*« s ^^#3§feV^^n#T^ OOtettU 0.5-1 

00 ffip^* % 0*b<ttl—5OfflFS*-e«>5 o 

*s k ; ^ife* v h y (?^©7;^y^it ; a*?- b y *a 

l<D7/W y ^JR^/i'tfi'Ifcta ; 7kmte# y y &*$<dt tvu y ^Jl^c^b^l ; N 

^/v^e-^/Jn y ^ h y ^ 3 $fcr ^ ^ ; t° y tr =» y ^ 

±i&&mv>mm*ttLs ^rymmr^ \*mmt* ax)n:»u 0.5-100 fg^» 

a-T-Asfr b V4gf©^r f ; N, N-i?^ 5 h\ N-;* f/Hfn y K 
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8jK©ttJI§*W4b'fr4fe (IX) Xttf^fe (x) fc#U M^s Mr?l~i o 

(A) 

M>^tf, *!K a-y-^Ss) , tt¥ • ffl&JlffaHj (y/v-^A^ s -f*f*tfc*, s 



29 



WO 03/059064 




'PCT/JP03/00152 



vy^^^r^TW ; ^ y#m<D^ sum ; ^i^^-v^^y jtM&GV^^y 

tfft ; =¥^^^*y^(D^y^ ; ^^n^(D7 hb^a^ ; =t*7J-^ 

(Dirir p ^a : T^Vn^^T^Vn^ a >>f4 ; ^e^^n^a ^(D^n^a £ 
^ ; ^yf^^^^O^^a y^ ; a^^x^t^W^^ft ; 

trjfmoV9im ; 7^ u^^ot h y^t b y#5ftfc£&#tf5::£as-c£ 

/nAv\ ^ Knt'f AV^CD/nA^ ; ^E-^^a y^y 3/ y ^^fOt h iX^ 

A^ft ; y^e-^y ;#y A^<7}*fry— y #y ; 7**^^Ay^w^i/ 
#y ; ^^y^-r^y^M ; y;*. s: Ky y ^7^f©^ y 
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; y?T77J*i/, ^7*777i»^ ;^7J #V T# A 
i4»T^7A^ ; -ftU7*^^7AiXf©!7^7^^^7A^ ; S; 7J 

; ^^5; ^17^^^ CO 5 ; ^-^ ht7v^3 7/^©^' 

Slsatft ^ijx.^^ih^y^<D^y ^y ^5N- ; rtv^A^oatP 
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^^iCD^Ittt^ ^7^y*3j]y=f 

o 

-r^s^ ^ tti^jt«77y 7W-r-^ % -ft?*?^ ^y^t?^^ 
* y *>>n t hyf©t: h y ; w^-^y f-\*j?m<o s *yy t-vxir ■ t n 
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ft ; ^3?^M>i/^<D^J±*s^ ; IMf fc a ^y^i)A^ v^y S^**^? A 

Aiy#<D^^-r Ai/^ ; a tt^^y ^ A ^ ^ A i/ 

ft* ifSrfcl***-* £ b So 

tfZZ.bfrX*%Z> 0 

*mwfc&m&#®m$rb-rz>®i!hMtt. ^^timm^mmmm^^^x 

<fk^, W*.r*«iM!U $:^~£>J, gSS&ak *7J#J> tt4ftm*lk R 

mmMMbVXte, m*.ft*S9*fl'tf*. 7*shn^ ^^tf-v, 
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o 

^ ? n;V7*^m*?tmtfZ> ^ k &XS 

V ^Anfijy, ^:77H-y>\ Tyy^by^ 7iy/^I/lx-h % at h 

y^^n $/y ^ s ->7 7/i't7xy, y/w*y;fc— k ^/i^i/ b y k tf 
7xyhyy, 7^yy, 7x/ 71^0/^!)^ ^7xy M) 

^^yby^, h!i h7^7;^yy, 7°7^ Miy, 7^7 

^i/r/py^^ ✓N/u^^yn y * s h y ^SrSfctf 5^ k&X*% 

*$&mifzz.kfrx*£z 0 

/^p^, /V7x^ny, 77/M7XP7, y/Vl'Dy, 7 ? 7 s n7x^y, ^ 
y^^y^K, ^nv7x77 h\ y b^y^y h\ isw*?^m&mfZ> 
Z.k&X%% 0 

ih^A^ez^Mk Ltfi, M*.ff try ^n^v:?*^ y^y ae^;fr/K7\ 
t»ia ^i^ti^taitttif i lth, 0tix.fcfT^y $/w<y 

y K-^tr#Jf S - k 5„ 
^(Dffi^A^fiJ^ UT, M^fi^/i^y ^y\ ^y^;^77', y n/i^y a^t" 
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yV— K fh7i?*^ 3sKy^^^*^s T$ h7X N 7n^;V^K g* 
y^ ^W^^, Tir^r/yvK K 37^ y ^ /K7\ 

, ^X-tf-*;*, ^-dff-^/K y ^/^y^y^^^f 3 ;i 5 0 
^b^f-/K -V^/K *f~T*<l/& y— -f7°n^y N y°nys; Ky ^< 

yy^ay. y^^dr^/K fyF77y /^i/hy hyy^^y— /k y 
^-T-y^e/K hP*yy Wyy, hyr^y y/wyy*-.^ /a^ty 
— ;k y^ h;7^y#/y7\ ^y7'oft7y t'D^ny, y^y^yyi^ 
nag, i^n^ y— /k ^y y y h % y y y y ^/w^^tf § ^ t &x*% 

<5 0 

7yy y y^-r^y Ym*m?z>z.bfrx~*z> 0 
m^mm.m<Dmmt^mt lycta, y K-^@§m, ^*y. 4-cpa 

^ag&i o?g-44<fb^ tvxn, m 7L ^ ^ y-3, /k n, N-ya^,^- m - 

hUT^K (Deet) , y^y, y-7-n— /K v/hn^7-/K ^^fy ty 

/k yyh-/K ^7=twK ^-—^v^h—^^mif^^t^x 

#5 0 
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^tiM(ommt^m t Utii, mftlt (2, 3, 3, 3-7- Yy? xuvy°u yfjv 
) ^^-TVK N- (2-^^/1— ^^W) If;*^ a [2, 1, 1]^^° h-5-^^-2, 3-v?^7 
/l^3rWSh\ a-[2- (2-^h^^ hdf-iX) a: h dr^]-4, 5-^ ^l^^S?^ 
^-2-^ a tVV Y)V^m*m?Z> ZktfXZ 5 C 

*>5d^ S§#tt^&j&#©^tf*-T*o. ooi~99. 5M#<©ttSBBa>e>3Btf*u S&iJft? 
L< (4l~10fia% s xj^ /^*T?tt*&0. 001~20m*%a^s U< ttO. 

% IflcftflctLttt^^ %*V>, ^S±> ixy^7 N mk*A'i<'V 
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*^?-7- hy ^^y/v-w-t- h y £A^#yg£ij£^;5^£;^T»#5 0 
xmn Lxmm-rz zt&x% z> 0 

^^an$tb*#0f^uT, — jKw^ioT-/u^fe5^rs&^*-co. i~iooo g 
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tt&k-rzmw&wft. iitt±t*«, m^m^mm-r^m^a^ 
mz.ft&%i#u mn^mnk 7mm, mm, Tk^mmm • ^%mmm<o 

m^t^m^ifem, m^m(Dmm<D^z.m^vxh^^, tsc^^tscwi 

Wfrbfcmirzm'&fctes M^m*^*ttm<Dmm±mmz.M^xmm, %m 
, tk^um, ^/^m<oms • • m& • m*>, mm, wmm^mrm^xmrn 

s my~m, mm&m. ®mm, m-mmR^timmt^mxitm^mbvx^. 
t?«o. oo5~iom*%. fi^tj. 7k^mRx?>r^nmxm.oi~5omm>-$^r£Ttz> 

(B) tK^H^®^ 



38 



WO 03/059064 



CT/JP03/00152 



hmcD&mBRTfMmmo^y h^mmmmm^m^f^^ t&x% s 0 
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W41»Hi€AiT?tt, mfl!^AStbT«, #Jx.te:Histomonas^£, JRfK 
£ ttlt 0fl*.fiLeishmania % Trypanosoma^^ 
0S*.tfGiardia*«r, b 5 a*t^ I i UTtt, mtfTrichomonas^SriptfS £ 

n^X-riattttt, Mx-fifTheilaria, Babesia*?^ m±B&*!kWmt b 
Tfci % ^!Jx.f^Eimeria % Plasmodium^ Toxoplasma^ Sr^t'f 5 £ <5 C 



40 



WO 03/059064 



PCT/JP03/00152 



mm%o. oi~i. om*% % 0* u < wo. oi~o. im.A%^m-r s„ 

^*W£^J&5Hk^<lrO. 0001~0. 05fi*%, 0£ b < ttO. 0005~0. oim* 
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M t m<D*mni:&, «m&& s &m > mm, mmm& cat, ^ ^xrw^f 

/Vfc a t7^^^.v-^^>t a ^Tfti/Ai^ ; tr-j-ifisls? 4 J*$s s =t1~}-jf 
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***7Vm ; !7^->-=r^^y , ^nrf^y v h=f3r^y ^<a=f^y 
T^fc if *mf%> £ <b ^ -c- £ 3 o 
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So 

s^s N ji^ra^rsftfifc^o^tntt'o. oooi~95fi*%-e& <9 % $ft#J^iBWW, 
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^-*k wfts mmrnfts mm&&^ mmmms fetkm*. 



^Efc#|-1 N- -2- (4-MJ7/WtD^f^7 

4-'Ml7/Vto^f/l/7x^t K7^ (8.40 g, 47. 7 mmol) ?rlNl 

m (i30mi) miHWu *z~*/i'^*— ; 7—x*£ < ^#bfc D \?/u\?^m (4. 

20 g, 47.7 mmol) <D7K*« (50 ml) SrJP*., 2§fcL<}!#Ufc 0 6 R$flQ$L ^ 

^tUT#^tv^a}S?r— ^MM' : ^nn*M (1 : 1) jB^»«E*C«5* 2 
- (4-f!J7;l/tn^f/l'7x^t K7>>V) (10.47 g, 42. 

52 mmol, 89%) £r#fc„ 

mp 190-191 °C; X H NMR (400 MHz, CDC1 3 ) 5 2.19 (3 H, s), 7.23 (2 H, d), 7 
.60 (2 H, d), 7.87 (1 H, brs). 

2- (4-M)7^to^f/!>7x=:/l/t 7"n (0.74 g, 

3.0 mmol) ^^pn^^y (15 ml) K:%a*U 4-^nn^;V7^ (0 
• 42g, 3.0 mmol) t 1- [3- (^f;V7^7) 7*0^] - 3 -3^/1^7 
— tf^-f S KiftgMfi (0.58 g, 3.0 mmol) fc^fc, 2 0 lNl^ g& 

#b*v5a«tSr^^V/^nn^A (1/1) l^ICHU 
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t s N- -2- (4 - h V 7 >Vifru * f/l/7x=;ut K 

^ttt^V^T^ K (^I^No.62) (0.83 g, 2.2 mmol, 75%) 

o 

lb-a^No.62: mp 124-125 °C; ! H NMR (400 MHz, CDC1 3 ) 5 2.16 (3 H, s), 4.5 
5 (2 H, d), 7.15 (2 H, d), 7.27 (2 H, d), 7.32 (2 H, d), 7.53 (2 H, d), 
7.69 (1 H, brs). 

-Bi-f&M- 2 N- (4-y h^^^/V) -2- (4-i?PD7x^t K 
7^^) /Davt7 5 K (^#)No.93) 

2- (4-^P7x=;VtF7)/;) /nt^y^ (0. 64 g, 3. 0 mmol) £r 
^^tKP77y (3 ml) fc^U 7k?£T, 77/1^-71^^ ( 0 . 
49 g, 3.0 mmol) %1JUx.ti 0 m%.-? 1 B$mffi.W&, 4—* b *i>"Oi?;l>T 5. ^ 
(0.41 g, 3.0 mmol) ©fh7tKB77y (3 ml) ^^Dx.fc 0 1 5 H#P^ 

, 6 1 NTk^b-7- h y 17 atK^m, t^n^^T^t u mm-*- h y |7 

1) m^mm^mmv, mm-tzt, n- u-y h^^-o-^) - 2 - (4 

-^nn7x=;VtK7y/) T'Pt'tylT; K (^^No. 93) (0.76 g, 2. 
3 mmol, 76%) £#fc 0 

te^#>No. 93: mp 156-158 *C; »H NMR (400 MHz, CDC1 3 ) 5 2.13 (3 H, s), 3.8 
1 (3 H, s), 4.50 (2 H, d), 6.88 (2 H, d), 7.00 (2 H, d), 7.23 (2 H, d) , 
7.26 (2 H, d), 7.44 (l H, brs). 

N- (6 — ? nn- 3 -fc°y -2- (4-hy^/l^ 

tP^f^x^t^/y) 7"P^yiT^K «kl^3No.63) <Z)<^/& 

2- (4- h y ^y^n^^/k^zc^/ut: K^yy) MUr^^k (12.31 g, 
50. 00 mmol) Sr^nn^^ (250 ml) £N> N-^ 5 ^ f;l/jj>;i/A7 ^ K (25 
ml) fc*a»U 5-7^/^f;l^2-^nnk°y^ (7. 13 g, 50.. 0 mmol) 
£1- C3- (v^^/KT^y) ^ntVv-] -3 -^^#-#^5: K£j|i 
(9.59 g, 50.0 mmol) *lMx.tc 0 3 0«, lNt^ IfrfafiWTk, g&?H^ 
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y*VjV%7J*?v^vy*7-7si-X»mM:~rZ>h^ N- (6-^nn-3-^y 
-2- (4-M)7^n^f;V7x=/H;K7y/) -f n f^-^ 
WtT 5 K Ut&mo. 63) (14. 47 g, 39. 02 mmol, 78%) £r#fc 0 
{b^No.63: mp 184 °C; 'H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 4.57 (2 
H, d), 7.15 (2 H, d), 7.31 (1 H, d), 7.35 (1 H, brt), 7.54 (2 H, d), 7.6 
4 (1 H, s), 7.66 (1 H, dd), 8.38 (1 H, d). 

N' - (4-^DP7x=;V) -2- (4-^oo7x^;l/t F 
9^/) /c^itK7^K (^I^No.104, 105) <D&J& 

tr/Hf^H (0.88 g, 10.0 mmol) %T h V t Kd77^ (20 ml) U 
*i&T, (1.62 g, 10 mmol) £#Px.fc 0 ^Tt* 1 H# 

4-^n7x=/VtK7^IIS (3.94 g, 22. 0 mmol) tbV 
^JUT^> (2.53 g, 25 mmol) %Mz.tc 0 6 H#f?5#, lNl^Pi, ^ 

(E) -N' - (4-^pp7i^) -2- (4-i^an7x=MF 
7^/) /aftyitK7^K (tt^No.104) (0.63 g, 1. 9 mmol, 14%), 

(Z) -N' - (4-^DP7x^) -2- (4-^oc7x-;t/tK7y/ 
) /D^yltKr^F Gb^No. 105) (0.06 g, 0.44 mmol, 4%) 

o 

-fb^No. 104: mp 169-171 Xl; >H NMR (400 MHz, CDC1 3 ) 6 2.09 (3 H, s), 6. 

10 (1 H, brs), 6.80 (2 H, d, J=8. 8 Hz), 7.08 (2 H, d, J=8. 8 Hz), 7.16 (2 
H, d, J=8.8 Hz), 7.28 (2 H, d, J=8. 8 Hz), 7.67 (1 H, brs), 8.55 (1 H, br 
s). 

<ffr8^No. 105: mp 160-162 °C; 'H NMR (400 MHz, CDC1 3 ) 6 2.27 (3 H, s), 6. 

13 (1 H, brs), 6.82 (2 H, d, J=8. 4 Hz), 7.05 (2 H, d, J=8. 8 Hz), 7.20 (2 

H, d, J=8.4 Hz), 7.22 (2 H, d, J=8. 8 Hz), 7.46 (1 H, brs), 12.66 (1 H, b 
rs). 
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N- (6-^nn-3-fc°y -2- [N-ac 

^^vi'-N- (4-MJ7;i'tD^f-;i/7i^i/) t K7^/] ^dOrl/Wr 
% K (-fb^No. 127) (D&ffc 

N- (6-^na-3-bry -2- (4- 7^n^f;V7 

:c:=./H: K7/y) 7aft^7>; K (0.4 g, 1 ramoDWN, N-S^3vM* 
H" (3 ml) 0%**fb^M !7A (0.060 g, 1.5 mmol) *M 

1 0#IW«#Lfc. ^fcl, xf^^ p i) K (0.14 g, 1.5 mmol) 
ariP*^ *aicril^MjJt#bfc 0 ^r^^^^v-y^^/^^A^n^ h 

— T?»aslU N- (6-^an-3-lfy^f;V) - 2 - [N-cc 
hdri'^/W-N- (4-h!J7/^n^f;l/7i=;l/) tK?/;] 7nift 
>-^T S; K tfb-frttNb. 127) (0. 24 g, 0. 56 mmol, 56%) £r#fc„ 
te-8^No. 127: mp 90-91 Xll *H NMR (400 MHz, CDC1 3 ) 61.21 (3 H, t), 1.96 
(3 H, s), 3.55 (2 H, q), 4.55 (2 H, d), 5.01 (2 H, s), 7.04 (2 H, d) , 7. 
32 (1 H, d), 7.55 (2 H, d), 7.68 (2 H, dd), 8.38 (1 H, s). 

6 N- (4-^nn^Vi^) -2- [N-;*9vV-N- (4-h 
P7/Vtn^/V7i^) tK^yV] 7nh'ty^7 5 K tfb£*fcNo. 109) 

tVVt'^xf/i, (3.3 g, 28 mmol) % 4-h y 7/^o^f ;l/7x=;l/t K 
7 (5. 0 g, 28 mmol) t / — /]✓ (50 ml) & 5 l$ffl;bn!ft&$K b 

fco Mteftipfc, »*K«r«*U g^m^^/K Tk^P^TttfctSbfeo ^fBSr 

- (4- h y ^/w^-ny ^vW7ac=^k K^y/) 7n^ytxf;v (4. 7 g, 
17 mmol, 61%) 3r#fc 0 

>H NMR (400 MHz, CDC1 3 ) 51.39 (3 H, t), 2.14 (3 H, s), 4.33 (2 H, q), 7 
.27 (2 H, d), 7.55 (2 H, d), 7.78 (1 H, s). 

2- (4-hy7;vtP^f^7x=/n:K7//) IftyKxf /i, (l. 
37 g, 5. 00 mmol) ©fh7t Kn77y (10 ml) 6 0 %7k^^ h V 
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l>A(0.2g, 5 mmol) %&*fcMx.X, 3 0 # bfc„ 3 ^ (0 . 8 5 

g, 5.0 mmol) %#^^Dx.T, $ h fcm&X* 1 mmMW Lfco «?jfc«r®*U 

2- [N-^^-N- (4-M)7/Vtn^^7x^) fc K7 
✓ y] 7 , nt t t^xf/l' (1.0 g, 3. 6 mmol, 72%) &#fc 0 
mp 71-72 °Cl *H NMR (400 MHz, CDC1 3 ) 5 1.40 (3 H, t), 2.22 (3 H, s), 3.4 
0 (3 H, s), 4.36 (2 H, q), 7.18 (2 H, d), 7.54 (2 H, d). 

2- [N — ^f-jv—lH — (4-MJ7^to^f/l/7x=/V) fc K7 7*7] 37° 
B^y|xf;v (0.94 g, 3.3 mmol) £^ h 7 t KP77V (10 ml) fc&tf b 
> lN*BMb^hy *-Mc*# (6.5 ml, 6. 6 mmol) SrJq*., SiT-ftSkit 

$lb7c 0 2>iI$L »«tb^ 2- [N — ^^vl'-N- (4 - h V ^=f-/U7 

tK7//] ^nft^ (0.6 g, 2.4 mmol, 72%) £#fc Q 
mp 53-54 'C; 'H NMR (400 MHz, CDC1 3 ) 6 2.49 (3 H, s), 3.54 (3 H, s), 7.1 
7 (2 H, d), 7.61 (2 H, d). 

2- [N-^^/V-N- (4-MJ7/V^n^f/l,7i^) kK7^/] :7° 
Dt '^ (0-59 g, 2.3 mmol), 4 - ^ a n ^i?/UT 5: V(0. 33 g, 2.3 mmol 

1 - C 3 - (i^ f-/VT 7n tf/p] - 3 -^*f->V%—i$V4 % 

ffi. (0.44g, 2.3 mmol) t^on^^7 (10 ml) <OJB^1fcSr^ffl-C— ^Jkft 

7A^nvh^77^-eiHU N- -2- [N-^ 

Tvl — N- (4-MJ7/^n^f/V7ir:/V) t K77*/] 7"aft7|7* 
K Offc-£-#lNo. 109) (0. 30 g, 0. 78 mmol, 34%) £#fc c 

4b&mUo. 109: mp 112-113 °C; 'H NMR (400 MHz, CDC1 3 ) 5 2.24 (3 H, s), 3. 
31 (3 H, s), 4.53 (2 H, d), 7.02 (2 H, d), 7.30 (4 H, m), 7.54 (2 H, d). 
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&f&m-7 N- (6-^nn-3-f Vi?fr*^/l') -2- [N-^^/i.- 
N- (4-hy7;i/tn^f;V7x=/v) t ^nift^T^ K «b 

^No. no) o-frEfc 

N- (6-^nn-3-t°y >^/^^) - 2 - (4 - h y 7;l,tnp(f;i,7 
=c=/Ufc K7^/y) ^nf^^T* K «fcfr4Wlo.63) (1.0 g, 2.7 mmol) © 
N, N-^fM;^T5 K (5 ml) 6 0%**fttby«>A (0.12 g 

, 3.0 mmol) £;!)P;^ 1 0#ra«#Ui: o (0. 40 g, 2.8 

mmol) Sr^^Qx., fciftfclT 2B*ro«#Lfc. *<DRj&m&mz. *Mc, 

^OP-3-^yi?;^f;i/) -2- [N-^^Vl— N- (4-M)7/Wtn^ 

^^^=/p) t K^i/y] 7"Dt^yi7^ k (Yb-fr4Wto.no) (o.so g , 2.1 

mmol, 77%) Sr#fc 0 

fcfr$?No. 110: mp 141-142 °C; »H NMR (400 MHz, CDC1 3 ) 5 2.23 (3 H, s), 3. 
32 (3 H, s), 4.55 (2 H, d), 7.03 (2 H, d), 7.31 (1 H, d) , 7.55 (2 H, d), 
7.60 (1 H, brs), 7.67 (1 H, dd), 8.37 (1 H, s). 

8 N- (6-? vu-3-¥V it/Is*?- As) - 3 — oc h*-i/~ 2 ~ 
(4- hV 7;^n^f;P7x=;H: K7>V) :/p fcTtf-^fifcTS K (Yk-fr#>No 
•170) <£><frj& 

^P^tVl-t^m^^ (1.95 g, 10.0 mmol) h^-# J—;V{2 ml) ©jftfrife 
*fc*JfrT, 4-hy7;^^f;P7x^tK7^(1.76 gl 10. 0 mmol) 
8r**fcAP;fcfc. MfcTll$ffllfc#Lfco (20 ml) fc: 

6 0%7kmfc1~h V *7J* (0.4g, 10.0 mmol) ^#P*LT#fc^*(C s * 

#s ^tU VP #<^W;*7^i^n^ h^7 7^-t»l!U 3-^=3^-2 
- (4 - h y 7;^Ct^^7x=/l/fc K7//) 7Dl^tyixf;i, (0.57 g 
, 1. 8 mmol, 18%) £r#fc 0 
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n 0 25 1. 5250; J H NMR (400 MHz, CDC1 3 ) 61.24 (3 H, t), 1.38 (3 H, t), 3.59 
(2 H, q), 4.32 (4 H, m), 7.27 (2 H, d), 7.54 (2 H, d), 12.38 (1 H, s). 
3— rchdf-i"— 2— (4— hV ~7 Jl<lrx2 ff~;V7 K^W) ynk't 
(0. 5 g, 1.6mmol) ^ h 7 t Kn 7 7 ^ (2 ml) fc^? U IN 
*^fb^ h y ?AtM« (3.2 ml, 3.2mmol) ^P*^ ifit'-^ilfc 0 1 

i&7kx*m&&, M7kmmi-hv ^«ifc 0 ^iim, j&ftsu 

-2- (4-h!J7;utn^^7x=;l/t K7//) 7nt 5 tyi (0. 3 g, 
1. 0 mmol, 65%) &#fc 0 

mp 96-99 °C; 'H NMR (400 MHz, CDC1 3 ) 6 1.31 (3 H, t), 3.70 (2 H, q), 4.4 
6 (2 H, s), 7.28 (2 H, d), 7.56 (2 H, d), 12.42 (l H, s). 

3— =ch^ri^— 2— (4- h!J7;l/tn^^7x=;l/t Ky/y) 7ot°t 
(0. 3 g, 1 mmolK 5-7 ^ / ^ f ;V-2-^ n n t°!J (0. 21 g, 1.5 

mmolh 1- [3- (v^^A-T^ /) 7nf/I/] - 3 -oi^/VTJ—^vM' 5; K 
(0.29 g, 1.5 mmol) ^nn*/l/A (10 ml) O^g-g^^^g."?— 

<7*^^A^n^ b^7 7^-t'i||U N- (6-^n-3-lfp^f 
/W) - 3 -3^ 2 - (4-HJ7;Vto^f/V7x^k K5)/y) 

fc^Vg&TS: K (fcl^No.170) (0.3 g, 0.72 mmol, 72%) 2r#fc„ 
{t^#>No. 170: mp 98-99 °C; 'H NMR (400 MHz, CDC1 3 ) 6 1.20 (3 H, t), 3.57 
(2 H, q), 4.36 (2 H, s), 4.51 (2 H, d), 6.22 (2 H, d), 7.33 (1 H, d), 7. 
37 (1 H, d), 7.52 (2 H, d), 7.64 (1 H, dd), 7.85 (1 H, brt) . 

-n*5fc#!|-9 N- (6 —9 n n- 3 - try i^/P^^/P) -2-^nn-2- ( 

4-hy7/^n^^7x^fcK7^/y) rafcr^K (te^No.5) 

7k (120 ml) fc&jftil (5 ml) ^Pitfc^^*-, 4 - h V 7 tVJru * ?->\,~7 
x - ;1/k K7i?y (4.1 g, 23 mmol) «r&* m#p*.fc 0 ^JJ^^;)/||©4 0% 
**» (4.3g, 23 mmol) 8:lfe-«rH:JP*.TaaK:T 5 B^IRia^Ufc. -*6ttt« 
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$fc*£U (4 - hi) ^^-;V7 au^;VM K^yV) Stt$ (4.7 g, 20 mmol 

, 88%) £#fc„ 

mp 125 °C; *H NMR (400 MHz, DMS0-d 6 ) 5 7.21 (1 H, s), 7.25 (2 H, d), 7.6 

2 (2 H, d), 11.45 (1 H, s), 12.55 (1 H, s). 

(4-MJ7/^P^f;V7x^;Vt K7/7) SEgft (2. 3 g, 10 mmol), 5 
— T^y^^A — (1.4 g, 10 mmol), 1- [3- (i^y^ 
/V-T ^ / ) -fn \f;V\ - 3 -xf/i/*- aKi?^ ^ K4feHfe4lt =Sr ^ nn^y (30 
ml) fcJPx., ^MlCT, 8^FTO^bfCo — ft&BflU lNiS^PP^ 
^Px.fc^^-r, ^ 0 ^5SiJbfCo #6>tbfc^Sr^b, N- (6-^n 
n - 3 - fc° y ^y ^;v) - 4 - h ]) y /vjru y 5vp:7 =c —fr t K7 S // 
^ K (2.1 g, 5.9 mmol) <Sr#fc 0 ^^l^t^iWU ^tBSrl&fP^i&TkT* 

ifei^su m*.mwt-rYv ?j»x&i$kvfc 0 mmzma^, mh^tcm^^^ 

y 1 4>*<£>@^^^VM?$5fc$#H U N- (6-^nn-3-l: o y - 4 

- h V ~7/VJru* *3-;V7x.=-;VM K7/7@li7 5: K (0. 40 g, 1. 1 mmol, 70%) 

*H NMR (400 MHz, DMS0-d 6 ) 8 4.41 (2 H, d), 7.22 (1 H, s), 7.34 (2 H, d), 
7.49 (1 H, d), 7.58 (2 H, d), 7.77 (l H, dd), 8.36 (1 H, d), 8.81 (1 H, 
t). 

N- (6 ci n- 3 - t°U -4 - Mi 7^n^f/W7x-;v 

fc K^yVfl^T^ K (1.3 g, 3.6 mmol) ©N, N-^f/k*/^T5 K (6 
ml)Sf^N-^nD^^i/y/f> K (0.53 g, 4.0 mmol) ^M^.. m&KX— 

fprnnrnk^f-^Mx-X, ±ZtcWMi : £$G&. 5i&U N- 

3 - t? y ^vl/) -2-^pp-2- (4-^17^0^^7x^1/1; 
K^yV) K (te^No.5) (1.15 g, 2.95 mmol, 82%) <H#fc 0 

-fb^No. 5: mp 172-173 °C; 'H NMR (400 MHz, CDC1 3 ) 5 4.61 (2 H, d), 7.10 
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(1 H, brs), 7.20 (2 H, d), 7.33 (1 H, d), 7.58 (2 H, d), 7.70 (1 H, dd), 
8.33 (1 H, s), 8.38 (1 H, d). 

10 N- (6-^PD-3-f!) V;V* =?-;V) -2-* 5; j 

-2- (4-by7/^p^f/v7x=/vtK7//) wmr* k Uk&mo. i 

91) 

N- (6-^nD-3-t!) S?/l^?7U) -2-^pd-2- (4- hi) 7/^ 
Jru*=?-;V7 3,=.;VK K9/ /) K (ib^#lNo.5) (0.4 g, 1 mmolh 

h y ai^/vr *y (0.1 gl 1 mmol) <D=r hvH Kp77^ (10 ml) tSJRfc 4 0 
%^f/V7$y*iffi (78 mg, 1. Omraol) £#^^Px., MtUT— 
fc„ £ £>{C14 0%^W^ V7jC^^ (10 mg, 0. 13 mmol) &tt\X.X^mzXl 

Mfcmmi- h V* A -CffrfeU L fc 0 y 7J ^77 5? A ^ n ^ h ^ 9 :7 ^ xi*§Sl L 
, N- (6-^DP-3-t°!J^f;l/) -2-^^7^7-2- (4-J* 
y7/VtP^/>7x^H; K^yV) ft^7 5: K (fc£^No. 191) (0.13 g, 0 
. 34 mmol, 34%) 

ik&WoKo. 191: mp 156 °C; *H NMR (400 MHz, CDC1 3 ) 5 2.96 (3 H, d), 4.54 ( 
2 H, d), 5.11 (1 H, brd), 7.05 (2 H, d), 7.13 (1 H, s), 7.32 (1 H, d), 7 
.50 (2 H, d), 7.65 (1 H, dd), 8.37 (1 H, d). 

-n-J&M- 1 1 N- (6-^an-3-t°y V/U^^/U) - 2 - Z/~T S — 2 — 
(4-MJ7/^P^^7x=/Ufc K^>*V) it7 5 K (^#lNo.l84, 18 

5) co-frriz 

^pp^^ (50 ml) ^7;it (2.6g, 0. 030 mol) £ 5— 7^ 

^f^-2-^PPfc'y^y (4.3 g, 0.030 mol) £l - [3- (^ 

^7) ^nfcVl/] (5. 8 g, 0.030 mol) 

^.!l£r£I&U i^^/WC^, 7X^D^TttttJb7^ 0 ^atSSrtSfnaWTKs 
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-2-*sT/ffikT% K (6.1 g, 0.029 mol, 97%) 
mp 119 °C; 'H NMR (400 MHz, DMS0-d 6 ) 6 3.72 (2 H, s), 4.32 (2 H, d), 7.5 
0 (1 H, d), 7.75 (1 H, dd), 8.33 (1 H, d), 8.80 (1 H, brs). 

4-hP7/Pto^W=yy (0.97 g, 6.0 mmol) Srgftg (3.5 ml), 7 K 
(1.7 ml), (1.7 ml) RllMr teJna.Tj&tfU 5°C^*[IL^ 0 I5|ft 

hy <7A (0.5 g, 7.2 mmol) <D?k (2 ml) igjfct: 1 0 °C^TT#c* t;&D;Lfc 0 

N- (6-^na-3-tf U - 2-*/T ;%m.T % Y 

(1.3 g, 6.0 mmol), ftift^- h y ?A (1.23 g, 15.0 mmol), ^ y — ;V (30 ml 
) 4: 1 N^^-T h y (40 ml) <Dm&<&)tpK'&*fclMx.tz. 0 5 

^^nvh^77^^ilU N- (6-^nn-3-t°y ^/V^^v) -2 
— % >7V — 2 — (4— h y :7/Wn^ f;P7x=;Wfc F^^V) K ( 

ffr£«JNo. 184) (0. 12 g, 0.30 mmol, 5%), ({fr£-#>No. 185) (1. 15 g, 3. 00 mmo 
1, 50%) £#fc 0 gfctiTJItt (E/Z) «*^t?$)5 0 

ik&!%0Ho. 184: mp 204-205 °C; 'H NMR (400 MHz, DMS0-d 6 ) 6 4.43 (2 H, d), 
7.53 (1 H, d), 7.63 (2 H, d), 7.74 (2 H, d), 7.85 (1 H, dd), 8.43 (1 H, 
d), 9.23 (1 H, t). 

-ffrg^No. 185: mp 205-206 °C; *H NMR (400 MHz, DMSO-dg) 6 4.46 (2 H, d), 
7.50 (1 H, d), 7.72 (2 H, d), 7.82 (3 H, m), 8.39 (1 H, d), 9.04 (1 H, t 
), 12.04 (1 H, s). 

1 2 

±.m&j&m- i~iu mm<DMftT*Tmm:- 1 ~ 8 \z.tm.<Dit^m^^ l 
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E 


no Kf 

92 N 


A /\r* 
4-CF3 


4-CF3 


CH 2 


H 


H 


Me 


E 


flO au 

93 CH 


4-OMe 


4-CI 


CH 2 


H 


H 


Me 


E 


CIA Kt 

94 N 


4-OMe 


4-CF3 • 


CH 2 


H 


H 


Me 


E 


AC Kl 


4-OEt 


4-CF 3 


CH 2 


H 


H 


Me 


E 


yo on 


A A AC 

4~OCF 3 


4-CF 3 


CH 2 


H 


H 


Me 


E 


Q7 Kt 
o / N 


4—NMe 2 


4-CF 3 


CH 2 


H 


H 


Me 


E 


Qft M 
5JO IN 




A AC 

4-CF 3 


CH 2 


H 


H 


Me 


E 


99 CH 


4-SCF 3 


4-CF a 


CH 2 


H 


u 
1 1 


ivie 


C 

c 


100 CH 


4-CI 


4-CI 


CHMe 


H 


H 


Me 


E 


101 CH 


4-CI 


4-CI 


CH 2 CH 2 


H 


H 


Me 


E 


102 CH 


4-CI 


H 


NH 


H 


H 


Me 


E 


103 CH 


4-CI 


4-Me 


NH 


H 


H 


Me 


E 


104 CH 


4-Ci 


4-01 


NH 


H 


H 


Me 


E 


105 CH 


4-CI 


4-01 


NH 


H 


H 


Me 


Z 


106 N 


4-CI 


4-0F 3 


NH 


H 


H 


Me 


E 


107 CH 


4-CF a 


4-C! 


0 


H 


H 


Me 


E 


108 CH 


4HDF 3 


4-0F 3 


0 


H 


H 


Me 


E 


109 CH 


4-CI 


4-CF a 


CH 2 


Me 


H 


Me 


E 


110 N 


4-CI 


4-CF 3 


CH 2 


Me 


H 


Me 


E 
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No. 


■ i 
u 


V 


\r 


W 


X' 


X 2 


Z 


E/Z 


111 


N 


4-CI 


4- i CF 3 


CH 2 


Me 


Me 


Me 


E,Z 


112 


N 


4-CI 


4-CF 3 


CH, 


Me 


CO,Me 


Me 


E 


113 


N 


4-CI 


4-CF 3 


CH 2 


Et 


H 


Me 


E 


114 


N 


4-CI 


4-CF3 


CH, 


Pr 


H 


Me 


E 


115 


N 


4-CI 


4-CF 3 


CH 2 


r-Pr 


H 


Me 


E 


116 


N 


4-CI 


4~CF 3 


CH 2 


Bu 


H 


Me 


E 


117 


N 


4-CI 


4-CF 3 


OH 2 


CH,c-Pr 


H 


Me 


E 


118 


N 


4-CI 


4-CF 3 


CH 2 


/-Bu 


H 


Me 


E 


119 


N 


4-CI 


4-OF 3 


OH z 


s-Bu 


H 


Me 


E 


120 


N 


4-CI 


4-CF 3 


OH 2 


CH 2 CH=OH, 


H 


Me 


E 


121 


N 


4-CI 


4-CF 3 


CH 2 


CH 2 CH(Me)=OH 2 


H 


Me 


E 


122 


N 


4-CI 


4-CF 3 


OH 2 


CH 2 CN 


H 


Me 


E 


123 


N 


4-CI 


4-CF 3 


OH, 


CH 2 CH 2 F 


H 


Me 


E 


124 


N 


4-CI 


4-CF 3 


OH, 


CH,CF 3 


• H 


Me 


E 


125 


N 


4-CI 


4-OF3 


OH 2 


OH,OMe 


H 


Me 


E 


126 


CH 


4-CI 


4-CF3 


CH, 


CH,OEt 


H 


Me 


E 


127 


N 


4-CI 


4-CF 3 


CH, 


CHaOEt 


H 


Me 


E 


128 


N 


4-01 


4-CF 3 


OH 2 


CH 2 0/-Pr 


H 


Me 


E 


129 


N 


4-01 


4-CF 3 


OH 2 


CH 2 0/-Bu 


H 


Me 


E 


130 


N 


4-OI 


4-CF 3 


CH, 


CH,OOH,CH,OMe 


H 


Me 


E 


131 


N 


4-01 


4-CF 3 


CH, 


CH,C0 2 Et 


H 


Me 


E 


132 


N 


4-01 


4-CF3 


OH 2 


Bn 


H 


Me 


E 


133 


N 


4-01 


3-CF a 


OH 2 


CH 2 C e H 5 -4-CN 


H 


Me 


E 


134 


N 


4-CI 


4-CF a 


0H 2 


CH 2 C d H 5 -4-CN 


H 


Me 


E 


135 


N 


4-CI 


4-CF3 


CH, 


CH 2 C a H 5 -4-Me 


H 


Me 


E 


136 


M 


4-CI 


4-CF3 


CH, 


COM© 


H 


Me 


E 


137 


N 


4-CI 


4-CF3 


CH, 


CH 2 SMe 


H 


Me 


E 


138 


N 


4-CI 


4-CF 3 


OH, 


CH 2 CO,Et 


CH,CO,Et 


Me 


E 


139 


OH 


H. 


4-CI 


CH, 


H 


H 


Et 


E 


140 


OH 


4-Br 


4-01 


CH, 


H 


H 


Et 


E 


141 


CH 


4-Me 


4-01 


CH, 


H 


H 


Et 


E 


142 


CH 


*-CF 3 


4-CI 


CH, 


H 


H 


Et 


Z 


143 


CH 


4H3F 3 


4-CI 


CH 2 


H 


H 


Et 


E 


144 


CH 


4-F 


4-CF 3 


OH 2 


H 


H 


Et 


E 


145 


CH 


4-CI 


4-CF 3 


CH, 


H 


H 


Et 


E 


146 


N 


4-CI 


4-CF 3 


OH 2 


H 


H 


Et 


E 


147 


CH 


4-CF 3 


4-CFa 


OH 2 


H 


H 


Et 


E 


148 


CH 


4-Br 


4-CI 


CH,OH, 


H 


H 


Et« 


E 


149 


CH 


H 


4-Cl' 


CH, 


H 


H 


Pr 


Z 


150 


CH 


H 


4-CI 


CH, 


H 


H 


Pr 


E 



59 



WO 03/059064 




PCT/JP03/00152 



^-1 ©O^Jg 



No. U 


V 


V 2 


W 


X' 


X 2 


2 


E/Z 


151 CH 


4-CI 


4-CI 


CHj 


H 


H 


Pr 


7 


152 CH 


4-CI 


4-CI 


CH, 


H 


H 


Pr 


P 


153 N 


4-01 


4-OF3 


CH 2 


H 


H 


Pr 


P 


154 CH 


4-Me 


4-CI 


0H2 


H 


H 


Pr 


7 

£m 


155 CH 


4-Me 


4-CI 


CH 8 


H 


H 


Pr 


C 

c 


156 CH 


H 


4-CI 


CH 2 


H 


H 


» rr 


C 


157 CH 


4-CI 


4-CI 


0H 2 


H 


H 






158 CH 


4-Br 


4-CI 


• CH, 


H 


H 


r*Pr 


c 
t 


159 CH 


4-CF 3 


4-C! 


CH 2 


H 


M 
n 


/-Pr 


Z 


160 CH 


4-CF 3 


4-CI 


CH 2 


H 


H 


* 11 


P 


161 CH 


4-CJ 


4-CF3 


CH 2 

< 


H 


H 




L. 


162 N 


4-CI 


4-CF 3 


CH 2 

< 


H 


H 






163 CH 


H 


4-CI 


CH 2 


H 


H 

n 




z 


164 CH 


H 


4-CI 


CH 2 


H 


u 
* 1 


vs— Bu 


t 


165 CH 


4-CI 


4-CI 


CH, 


H 


u 

n 


s— Bu 


Z 


166 CH 


4-CI 


4-CI 


CH 2 


H 


n 


s-Bu 


t — 
c 


167 CH 


4-CF 3 


4-CI 


OH* 


H 


u 
n 


s-Bu 


z 


168 CH 


4-CF 3 


4-CI 


CH 2 


H 


H 
n 


s-Bu 


E 


169 CH 


4-CF 3 


4-CF3 


NH 


H 


u 
n 




E 


170 N 


4-CI 


4-CF 3 


CH 2 


H 


LI 

n 




E 


171 N 


4-CI 


4-CF a 


CH 2 


H 


n 


Or1 2 Slv»e 


E 


172 CH 


H 


4-CI 


CH* 


H 


M 

n 


UN 




173 CH 


H 


4-CI 


CH 2 


w 


H 

n 


MM 

ON 




174 CH 


H 


4-CF 3 


CH 2 




n 






175 CH 


H- 


4-CFo 


CK, 


H 


u 
n 






176 CH 


4-CI 


4-CI 


OH 2 


H 


H 


ON 




177 CH 


4-CI 


4-OI 


CH 2 


H 


H 






178 CH 


4-01 


4-Br 


CH 2 


H 


H 


ON 




179 N 


4-CI 


4-ON 


CH 2 


H 


H 


CN 




180 CH 


4-CI 


4-Me 


CH 2 


H 


H 


CN 




181 CH 


4-CI 


4-Me 


CH* 


H 


H 


CN 




182 CH 


4-0! 


4-OF 3 


CH 2 


H 


H" 


CN 




183 CH 


4-CI 


4-OF3 


CH 2 


H 


H 


CN 




184 N 


4-CI 


4-CF 3 


ch 2 


H 


H 


CN 




185 N 


4-CI 


4-OF a 


ch 2 


H 


H 


CN 




186 N 


4-CI 


4-N0 2 


ch 2 


H 


H 


CN 




187 CH 


4-CF3 


4-CJ 


CH 2 


H 


H 


CN 




188 CH 


4-CF 3 


4-CI 


CH 2 


H 


H 


CN 




189 CH 


4-CF3 


4-CF 3 


CH 2 


H 


H 


CN 




190 CH 


4-CF 3 


4-CF 3 


CH 2 


H 


H 


CN 
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No. 


U 


V 


V 2 


W 


X" 


X 2 


Z 


E/7 


•191 


N 


4-01 


4-CF 3 


CH 2 


H 


H 


NHMe 


E 


192 


N 


4-CI 


4-OF 3 


0H 2 


H 


H 


NMe 2 


E 




No. A U X' 

193 2-pyridyl CH H 

194 6-chloropyridin-3-yl CH H 

195 6-chloropyridin-3-yl N H 

196 5-trifluoromethylpyridin-2-yl OH H 

197 5-trifluoromethylpyridin-2-yl N H 

198 4-trifluoromethylpyrimidin-2-yl CH H 

199 5-trifIuoromethylpyridin-2-yI N Me 

200 5H:rifluoromethylpyridin-2-yl CH Me 
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O 



*-3 



No. 


Q 


W Z 


. 201 


2-naphthyl 


CH 2 Me 


202 


2-furyl 


CHa Me 


203 


5-methyJfuraii-2-yl 


CH 2 Me 


204 


tetrahydrofuran-2-yl 


CH 2 Me 


205 . 


tetrahydrofurarr-3-yl 


CH 2 Me. 


206 


5-brom6isoxazol-3-y! 


CH 2 Me 


207 


2-thienyl 


OH 2 Me 


208 


5-chlorothiophen-2-yl 


OH 2 Me 


209 


2.5-dichlorothiophen-3-y| . 


OH 2 Me 


210 


■ 4-bromothiophen-2-yl 


CH 2 ,Me 


211 


5-b romothiophen-2-yl 


OH 2 Me 


212 


2— ohlorothiazoHhyl 


OH 2 Me 


213 


2— methylthtazol-4-yl 


OH 2 Me 


214 


2-pyridyl 


CHa Me 


215 


4-pyridyl . 


0H 2 Me 


216 


2~fluoropyridin-4-y! 


CH 2 Me 


217 


2-ch!oropyridin-4-yl 


0H 2 Me 


218 


6-chloropyrld!n-2-yl- 


OH 2 Me 


219 


. 2,6-diohloropyridirr-4-yl 


CHa Me 


220 . 


2-o hloro-6-methylpyrid in-4-yl 


CH 2 Me 


221 


5rtrifIuoromethylpyridin-2-yl 


NMe Me 


222. 3-chloro-5-trifluoromethylpyridin-2-yl 


CH 2 Me 


223 


pyrazin-2-yl 


0H 2 Et 


224 


5-methy I pyrazin-2-y 1 


CH 2 Me 


- 225 


2-ohloropyrimidin~5-yl 


CH 2 Me 


226 


6-oh'loropyridazirv-3-yl 


*CH 2 Me 
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No. 


U 


V 1 


V 2 


W 


X 1 


X* 


Z 


E/Z 


227 


CH 


3.4-CI 


4-CF 3 


CH 2 


H 


H 


H 


E 


228 


CH 


4-CI 


H 


CH 2 


H 


H 


H 


E 


229 


CH 


4-CI 


4-Me 


CH 2 


H 


H 


H 


E 


230 


CH 


4-CI 


4-CF 3 


CH 2 


H 


H 


H 


E 


231 


CH 


4-Me 


4-CF 3 


CH 2 


H 


H 


H 


E 


232 


CH 


3.4-CI 


4-CF a 


CH 2 


H 


H 


CI 


E 


233 


CH 


4-Me 


4-CF a 


CH 2 


H 


H 


CI 


E 


234 


N 


4-CI 


4-CF 3 


CH 2 


Me 


H 


CI 


E 


235 


CH 


3.4,5-F 


4-CI 


CH a 


H 


H 


Me 


E 


236 


CH 


3.4.5-F 


4-CF 3 


CH 2 


H 


H 


Me 


E 


237 


CH 


3-F-4-CI 


4-CF, 


CH a 


H 


H 


Me 


E 


238 


CH 


3-CI-4-F 


4-CF 3 


CH a 


H 


H 


Me 


E 


239 


CH 


3-OMe-4-F 


4-CF 3 


CH 3 


H 


H 


Me 


E 


240 


CH 


4-CI 


3,4-F 


CH a 


H 


H 


Me 


E 


241 


N 


4-CI 


3,4-F 


CH a 


H 


H 


Me 


E 


242 


CH 


4-C! 


3-CI-4-F 


CH a 


H 


H 


Me 


E 


243 


N 


4-CI 


3-CJ-4-F 


CH a 


H 


H 


Me 


E 


244 


CH 


4-CI 


2.3.5.6-F-4-CF 3 


CH a 


H 


H 


Me 


E 


245 


CH 


4-CI 


2.3,5.6-F-4-CF 3 


CH a 


H 


H 


Me 


Z 


246 


N 


4-CI 


2.3.5.6-F-4-CF 3 


CH a 


H 


H 


Me 


ez 


247 


CH 


4-CI 


3-F-5-CF, 


CHj 


H 


H 


Me 


E 


248 


N 


4-CI 


3-F-5-CF, 


CH a 


H 


H 


Me 


E 


249 


N 


4-CI 


3.5-F-4-CF 3 


CH a 


H 


H 


Me 


E 


250 


N 


4-CI 


3-Ch4-CF 3 


CH a 


H 


H 


Me 


E 


251 


N 


4-CI 


35-CI-4-CF9 


CH a 


H 


H 


Me 


E 


252 


CH 


4-C! 


3,5-CF 3 -4-GI 


CH 2 


H 


H 


Me 


E 


253 


CH 


4-CI 


3,5-CF 3 -4-CI 


CH 2 


H 


H 


Me 


Z 


.254 


N 


4-CI 


3,5-CF 3 -4-C! 


CH 2 


H 


H 


Me . 


E 


255 


CH 


4-CI 


3-CF 3 -4-Br 


CH a 


H 


H 


Me 


E 


256 


N 


4-CI 


3-CF 3 -4-Br 


CH 2 


H 


H 


Me 


E 
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No, 


U 


V 


V 2 


W 


X' 


X 2 


Z 


E/Z 


257 


N 


4-CI 


4-1 


CH 2 


H 


H 


Me 


E 


258 


N 


4-CI 


3.4-CF a 


CH 2 


H 


H 


Me 


E 


259 


N 


4-CI 


4-CF, 


CH 2 


H 


H 


Me 


Z 


260 


N 


4-CI 


4-CF 2 CF 3 


CH 2 


H 


H 


Me 


E 


261 


N 


4-CI 


4-C4*-CF a -Ph) 


CH 2 


H 


H 


Me 


E 


262 


N 


4.5-CI 


3-F-4-CF 3 


CH 2 


H 


H 


Me 


E 


263 


N 


4,5-CI 


3.5-F-4-CF 3 


CH 2 


H 


H 


Me 


E 


264 


N 


4,5-CI 


3,5-F-4-CF 3 


CH 2 


H 


H 


Me 


Z 


265 


CH 


3,4-Br 


4-CF 3 


CH 2 


H 


H 


Me 


E 


266 


CH 


3-Me-4-Br 


4-CF 3 


CH 2 


H 


H 


Me 


E 


267 


CH 


3.4-Me 


4-CF 3 


CH 2 


H 


H 


Me 


E 


268 


CH 


3,5-Me 


4-Et 


CH 2 


H 


H 


Me 


E 


269 


CH 


4-CN 


4-CI 


CH 2 


H 


H 


Me 


E 


270 


CH 


4-CN 


4-CF 3 


CH 2 


H 


H 


Me 


E 


271 


CH 


4-C0 2 Me 


4-CI 


CH 2 


H 


H 


Me 


E 


272 


CH 


4-N0 2 


4-CI 


CH 2 


H 


H 


Me 


E 


273 


CH 


3-OMe-4-OH 


4-CI 


CH 2 


H 


H 


Me 


E 


274 


CH 


3.4-OMe 


4-CI 


CH 2 


H 


H 


Me 


E 


275 


N 


4-OCH a CF a 


4-CF 3 


CH 2 


H 


H 


Me 


E 


276 


CH 


4-OPh 


4-CI 


CH 2 


H 


H 


Me 


E 


277 


N 


4-OPh 


4-CF 3 


CH 2 


H 


H 


Me 


E 


278 


CH 


4-0(4'-CI-Ph) 


4-CI 


CH 2 


H 


H 


Me 


E 


279 


CH 


4-0(4'-Me-Ph) 


4-CI 


CH 2 


H 


H 


Me 


E 


280 


CH 


4-0(4'-CF 3 -Ph) 


4-CI 


CH 2 


H 


H 


Me 


E 


281 


CH 


H 


4-CF 3 


CHaCH 2 0 


H 


H 


Me 


E 


282 


CH 


4-CI 


4-CF 3 


CH 2 CH 2 0 


H * 


H 


Me 


E 


283 


N 


4-CI 


4-CF 3 


CH 2 CH 2 0 


H 


H 


Me 


E 


284 


CH 


4-CF 3 


4-CF 3 


NH 


H 


H 


Me 


E 


285 


CH 


H 


4-CF 3 


OCH 2 


H 


H 


Me 


E 


286 


CH 


4-CI 


4-CF 3 


OCH 2 


H 


H 


Me 


E 


287 


CH 


3.4.5-F 


4-CF 3 


CH 2 


Me 


H 


Me 


E 


288 


CH 


3-F-4-CI 


4-CF 3 


CH 2 


Me 


H 


Me 


E 


289 


N 


4-CI 


3-F-4-CF 3 


CH 2 


Me 


H 


Me 


E 


290 


N 


4-CI 


3,5-F-4-CF 3 


CH 2 


Me 


H 


Me 


E 


291 


N 


4-CI 


4-CF 2 CF 3 


CH 2 


Me 


H 


Me 


E 


292 


N 


4.5-Cl 


3-F-4-CF 3 


CH 2 


Me 


H 


Me 


E 


293 


N 


4.5-CI 


4-CF 3 


CH 2 


Me 


H 


Me 


E 


294 


N 


4-CI 


3-F-4-CF 0 


CH 2 


r-Pr 


H 


Me 


E 


295 


N 


4,5-CI 


3-F-4-CF 3 


CH 2 


f-Pr 


H 


Me 


E 


296 


N 


4.5-CI 


4-CF a 


CH 2 


f-Pr 


H 


Me 


E 
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No. 


U 


V 1 


V 2 


W 


X' 


X 2 


z 


E/Z 


297 


N 


4-CI 


4-CF 3 


CH 2 




H 

rt 


ivie 


c 


298 


N 


4-CI 


4-CF, 


CH 2 


Me 


H 

n 


Ft 


c 


299 


N 


4-CI 


4-CF 3 


CH 2 


t-Pr 


H 




p 


300 


OH 


3,4-CI 


4-CF 3 


CH 2 


H 


H 


CN 




301 


N 


4-CI 


3-F-4-CF 3 


CH 2 


H 


H 


CN 




302 


CH 


4-Me 


4-CF 3 


CH 2 


H 


H 


CN 




303 


CH 


4-CN 


4-CF 3 


CH 2 


H 


H 


CN 




304 


CH 


3,4-CI 


4-CF 3 


CH 2 


H 


H 


NHMe 


E 


305 


CH 


4-CI 


H 


CH 2 


H 


H 


NHMe 


E 


306 


CH 


4-CI 


4-Me 


CH 2 


H 


H 


NHMe 


E 


307 


CH 


4-CI 


4-CF 3 


CH 2 


H 


H 


NHMe 


E 


308 


CH 


4-Me 


4-CF3 


CH 2 


H 


H 


NHMe 


E 


309 


. N 


4-CI 


4-CF 3 


OH 2 


Me 


H 


NHMe 


E 


310 


N 


4-CI 


4-CF 3 


CH 2 


. H 


H 


N(CH 2 CH 2 ) 2 CH 2 


E 


311 


N 


4-CI 


4-CF 3 


CH 2 


H 


H 


N(CH 2 CH 2 ) 2 0 


E 



ztficNvm-sowmm®. (e/z) wsfesweir**. 



o 



No. 


A 


U 


X 1 


312 


6-fluorobenzotiazol-2-yl 


GH 


H 


313 


6-fluorobenzotiazol-2-yl 


N 


H 


314 


6-chIorobenzotiazol-2-yl 


CH 


H 


315 


6-chlorobenzot!azol-2-yI 


N 


H 


316 


6-ti*ifIuoromethylbenzotiazoh2-yl CH 


H 


317 6-trifluoromethylbenzotiazoh2-y 1 


N 


H 
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O 



No. 


Q 


V 2 


W 


X 1 


X 2 


Z 


E/Z - 


318 


2-chlorothiazol-5-yl. 


4-OF 3 


CH 2 


H 


H 


H 


E 


319 


2-chlorothiazo!-5-yI 


4-CF3 


CH a 


H 


H 


CI 


E 


320 


2-chtorothiazoh5-yl 


3,4-F 


CH 2 


H 


H 


Me 


E 


321 


2-ch!orothiazoh5-yl 


3.4.5-F 


CH 2 


H 


H 


Me 


E 


322 


2-chlorothiazo!-5-yI 


3-CI-4-F 


CH 2 


H 


H 


Me 


E 


323 


2-chlorothiazol-5-yl 


3-F-4-CF 3 


CH 2 


H 


H 


Me 


E 


324 


2-chlorothiazol-S-yl 


3.5-F-4-CF a 


CH 2 


H 


H 


Me 


E 


325 


2-chlorothiazol-5-yl 


3-F-5-OF3 


GH 2 


H 


H 


Me 


E 


326 


2-chlorothiazol-5-yl 


3-CF3-4-F 


CH 2 


H 


H 


Me 


E 


327 


2-chlorothiazol-5-yl 


3,4-CI 


OH 2 


H 


H 


Me 


E 


328 


2-chlorothfazol-5-yl 


3-Ci-4-OF 3 


CH 2 


H 


H 


Me 


E 


329 


2-chforothiazol-5-yl 


3.5-Cf-4-CF 3 


CH 2 


H 


H 


Me 


E 


330 


2-chlorothiazol-5-y! 


3-CF 3 -4-C! 


CH 2 


H 


H 


Me 


E 


331 


2-chlorothiazol-5-yl 


4-Br 


CH 2 


H 


H 


Me 


E 


332 


2-chlorothiazoh5~yl 


3-CF 3 -4~Br 


CH 2 


H 


H 


Me 


E 


333 


2-chlorothiazol-5-yl 


3-CF 3 


0H 2 


H 


H 


Me 


E 


334 


2-*chlorothiazol-5-yl 


3,4-CF 3 


CH 2 


H 


H 


Me 


E 


335 


2-chloroth!azol-5-yl 


4-OCF 3 


CH 2 


H 


H 


Me 


E 


336 


2-ohlo rothfazol-5-yl 


3-F-4-CF 3 


CH 2 


Me 


H 


Me 


E 


337 


2-chlorothtazol-5-yl 


3,5-F-4-CF 3 


CH 2 


Me 


H 


Me 


E 


338 


2-chlorothiazol-5-yl 


4-CF 3 


CH 2 


Me 


H 


Me 


E 


339 


2-ch!orothiazoH>~yl 


3,5-F-4-CF 3 


CH 2 


Me 


Me 


Me 


E.Z 


340 


2-chlorothiazoh5-yl 


3-F-4-CF 3 


CH 2 


t-Pr 


H 


Me 


E 


341 


2-chlorothiazoHryl 


4-CF 3 


CH 2 


hPr 


H 


Me 


E 


342 


2-chlorothIazol-5-yl 


4-CF 3 


CH 2 


H 


H 


CN 




343 


2-ohlorothiazol-5-yl 


4-CF 3 


CH 2 


H 


H 


NHMe 


E 
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Sc-7 



No. . 


U 


V 1 


V s 


W 


X 1 


X 2 


Z 


E/Z 


344 


N 


4,5-Cl 


4-C1 


CH 2 


H 


H 


Me 


E 


345 


N 


4,5-Cl 


3-CF 8 


CH 2 


H 


H 


Me 


E 


346 


N 


4,6-Gl. 


3.4-CF, 


CH, 


H 


H 


Me 


E 




m-s 



No. Q V 2 W X 1 X 2 Z E/Z 

347 2-.cMorothiazol-5-yl 4-C1 CH,, H H Me E 
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K&m no. : w&<m>). mvtm. i n m«o 

l: mp 201 °C; 'H NMR (400 MHz, DMS0-d 6 ) 6 4.37 (2 H, d), 7.14 (1 H, 

s), 7.21 (2 H, d), 7.30 (4 H, t), 7.38 (2 H, d), 8.32 (l H, s). 
2: mp 174 °C; l H NMR (400 MHz, CDC1 3 ) 6 4.64 (2 H, d), 6.99 (2 H, 

d), 7.25 (2 H, d), 7.44 (2 H, d), 7.61 (2 H, d), 8.07 (1 H, s), 

8.32 (1 H, s), 8.68 (1 H, t), 10.97 (1 H, s). 
3: mp 138-140 *C; *H NMR (400 MHz, CDC1 3 ) 6 4.57 (2 H, d), 5.18 (2 

H, s), 6.71 (1 H, s), 7.04 (1 H, brt), 7.26-7.49 (8 H, m), 7.67 

(3 H, m), 8.37 (1 H, s) . 
4: mp 142-145 °C; 'H NMR (400 MHz, CDC1 3 ) 6 4.58 (2 H, d), 6.99 (1 

H, brs), 7.04 (2 H, d), 7.26-7.35 (6 H, m), 8.13 (1 H, s) . 
6: *H NMR (400 MHz, CDC1 3 ) 6 2.14 (3 H, s), 4.59 (2 H, d), 6.95 (1 

H, t), 7.08 (2 H, dd), 7.26-7.36 (8 H, m), 7.46 (1 H, s). 
7: mp 178-179 °C; *H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 4.58 (2 

H, d), 7.01 (2 H, d), 7.23 (2 H, d), 7.26-7.38 (5 H, m), 7.46 (1 

H, brs). 

8: mp 183 °Cl 'H NMR (400 MHz, CDC1 3 ) 6 2.17 (3 H, s), 4.59 (2 H, 

d), 7.14 (2 H, d), 7.26-7.40 (6 H, m), 7.52 (2 H, d), 7.61 (1 H, 
brs). 

9: mp 192 *C; *H NMR (400 MHz, CDC1 3 ) 6 2.17 (3 H, s), 4.60 (2 H, 

d), 7.16 (2 H, d), 7.29 (1 H, ddd), 7.35 (1 H, brt), 7.54 (2 H, 
d), 7.65 (1 H, s), 7.69 (1 H, ddd), 8.55 (1 H, dd), 8.61 (1 H, 
d). 

10: mp 116-117 *C; 'H NMR (400 MHz, CDC1 3 ) 6 2.14 (3 H, s), 4.57 (2 
H, d), 6.97 (1 H, ddd), 7.03 (2 H, d), 7.03 (1 H, dd), 7.10 (1 
H, d), 7.24 (2 H, d), 7.31 (1 H, ddd), 7.32 (1 H, brt), 7.48 (1 
H, brs). 

11: mp 91-93 *C; l H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 4.52 (2 H, 
d), 7.02-7.07 (1 H, m), 7.03 (2 H, d), 7.08-7.18 (2 H, m), 7.25 
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(2 H, d), 7.33 (1 H, brt), 7.49 (l H, brs). 
12: n D 25 1.5390; l H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 4.54 (2 H, 

d), 7.06-7.33 (6 H, m), 7.54 (2 H, d), 7.63 (1 H, s). 
13: mp 159-160 <C; 'H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 4.54 (2 

H, d), 7.01 (2 H, d), 7.03 (2 H, dd), 7.24 (2 H, d), 7.30 (2 H, 
• dd), 7.44 (1 H, brs). 
14: mp 140 °C; *H NMR (400 MHz, CDC1 3 ) 6 2.18 (3 H, s), 4.55 (2 H, 

d), 7.03 (2 H, dd), 7.19 (1 H, dd), 7.31 (2 H, dd), 7.31 (1 H, 

brt), 7.33 (1 H, d), 7.36 (1 H, d), 7.85 (1 H, s). 
15: mp 133 °C; *H NMR (400 MHz, CDC1 3 ) 6 2.12 (3 H, s), 4.54 (2 H, 

d), 6.97 (2 H, d), 7.03 (2 H, dd), 7.29 (1 H, brt), 7.30 (2 H, 

dd), 7.38 (2 H, d), 7.48 (1 H, brs). 
16: mp 106-108 °C; 'H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 4.54 (2 

H, d), 7.04 (2 H, dd), 7.14 (2 H, d), 7.30 (2 H, d) , 7.31 (1 H, 

t), 7.53 (2 H, d), 7.63 (1 H, brs). 
17: mp 207 °C; *H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 4.58 (2 H, 

d), 6.92 (1 H, dd), 7.15 (2 H, d), 7.36 (1 H, brt), 7.54 (2 H, 

d), 7.64 (1 H, brs), 7.81 (1 H, ddd), 8.20 (1 H, d). 
18: mp 162-163 °C; 'H NMR (400 MHz, CDC1 3 ) 5 2.10 (3 H, s), 4.65 (2 

H, d), 7.03 (2 H, d), 7.23 (l H, dd), 7.25 (2 H, d), 7.37-7.43 

(3 H, m), 7.49 (1 H, brs), 7.51 (1 H, t). 
19: mp 132 °C; 'H NMR (400 MHz, CDC1 3 ) 6 2.14 (3 H, s), 4.62 (2 H, 

d), 7.16 (2 H, d), 7.23 (1 H, dd), 7.36 (1 H, d), 7.41 (1 H, d), 

7.49 (1 H, brt), 7.55 (2 H, d), 7.61 (1 H, s). 
20: mp 125-127 *C; X H NMR (400 MHz, CDC1 3 ) 6 2.14 (3 H, s), 4.55 (2 

H, d), 7.03 (2 H, d), 7.20-7.29 (3 H, m), 7.25 (2 H, d), 7.32 (l 

H, brs), 7.32 (1 H, t), 7.48 (1 H, brs). 
21: mp 130 °C; 'H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 4.55 (2 H, 

d), 6.98 (2 H, d), 7.19-7.28 (4 H, m), 7.32 (1 H, brt), 7.39 (2 
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H, d), 7.47(1 H, brs). 
22: n D 26 1.5537; l H NMR (400 MHz, CDC1 3 ) 6 4.54 (2 H, d), 7.18 (3 H, 
t), 7.35 (1 H, brs), 7.41 (2 H, d), 7.55 (2 H, d), 7.66 (l H, 
s). 

23: 'H NMR (400 MHz, CDC1 3 ) 5 2.16 (3 H, s), 4.53 (2 H, d), 7.17 (2 
H, d), 7.20 (2 H, d), 7.27 (1 H, t), 7.39 (1 H, brt), 7.54 (2 H, 
d), 7. 75 (1 H, brs). 

24: mp 102-104 °C; *H NMR (400 MHz, CDC1 3 ) 5 2.16 (3 H, s), 4.55 (2 
H, d), 6.52-6.58 (1 H, m), 6.97-7.04 (1 H, m), 7.09-7.15 (1 H, 
m), 7.27 (2 H, d), 7.32 (2 H, d), 7.57 (1 H, brs). 

25: mp 128-130 'C; 'H NMR (400 MHz, CDC1 3 ) 6 2.11 (3 H, s), 4.54 (2 
H, d), 6.64 (1 H, dddd), 6.79 (1 H, ddd), 6.87 (1 H, ddd), 7.23 
(1 H, ddd), 7.27 (2 H, d), 7.31 (1 H, t), 7.32 (2 H, d), 7.51 (1 
H, brs). 

26: mp 165 °C; *H NMR (400 MHz, CDC1 3 ) 5 2.13 (3 H, s), 4.54 (2 H, 

d), 6.70 (2 H, ddd), 7.24 (l H, brt), 7.27 (2 H, d), 7.32 (2 H, 

d), 7.41 (1 H, s). 
27: mp 191 <C; »H NMR (400 MHz, CDC1 3 ) 6 2.12 (3 H, s), 4.56 (2 H, 

d), 6.71 (2 H, ddd), 7.29 (1 H, brt), 7.31 (1 H, d), 7.43 

(1 H, s), 7.67 (1 H, dd), 8.37 (l H, d). 
28: mp 151-152 *C; *H NMR (400 MHz, CDC1 3 ) 5 2.14 (3 H, s), 4.54 (2 

H, d), 6.39 (1 H, tt), 6.61 (2 H, dd), 7.27 (2 H, d), 7.28 (1 H, 

brt) , 7. 32 (2 H, d) , 7. 52 (1 H, brs) . 
29: mp 221-222 *C; *H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 4.57 (2 

H, d), 6.40 (1 H, tt), 6.62 (2 H, dd), 7.31 (1 H, d), 7.33 (1 H, 

brt), 7.55(1 H, brs), 7.67 (l H, dd), 8.38 (l H, d). 
30: mp 53°C; 'H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 4.55 (2 H, d), 

6.83(1 H, dd), 6.96 (1 H, dd), 7.27 (2 H, d), 7.28 (1 H, brt), 

7.32 (2 H, d), 7.48 (1 H, t), 7.68 (1 H, s). 
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31: mp 194 *C; *H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 4.57 (2 H, 
d), 6.84 (1 H, dd), 6.97 (1 H, dd), 7.31 (1 H, d), 7.34 (1 H, 
brt), 7.49 (1 H, dd), 7.67 (1 H, dd), 7.69 (1 H, brs), 8.38 (1 
H, d). 

32: mp 154 *C; l H NMR (400 MHz, CDC1 3 ) 6 2.12 (3 H, s), 4.54 (2 H, 
d), 7.00 (2 H, dd), 7.03 (2 H, dd), 7.25 (2 H, d), 7.31 (2 H, 
d), 7.44 (1 H, brs). 

33: mp 159-160 °C; 'H NMR (400 MHz, CDC1 3 ) 6 2.12 (3 H, s), 4.55 (2 
H, d), 6.99 (2 H, d), 7.04 (2 H, dd), 7.29 (1 H, d), 7.36 (1 H, 
brt), 7.47(1 H, s), 7.66 (1 H, dd), 8.36 (1 H, d). 

34: mp 171 °C; *H NMR (400 MHz, CDC1 3 ) 6 2.15 (3 H, s), 4.55 (2 H, 

d), 7.14 (1 H, dd), 7.22 (1 H, ddd), 7.24 (1 H, dd), 7.27 (2 H, 
d), 7.28 (1 H, brt), 7.32 (2 H, d), 7.48 (1 H, s). 

35: mp 184-186 t; X H NMR (400 MHz, CDC1 3 ) 6 2.14 (3 H, s), 4.57 (2 
H, d), 7.15 (1 H, dd), 7.23 (1 H, ddd), 7.25 (1 H, dd), 7.29 (1 
H, brt), 7.30 (1 H, d), 7.50 (1 H, s), 7.67 (1 H, dd), 8.37 (l 
H, d). 

36: mp 133 °C; 'H NMR (400 MHz, CDC1 3 ) 6 2.18 (3 H, s), 4.55 (2 H, 
d), 6.89 (1 H, ddd), 7.23 (1 H, dd), 7.27 (2 H, d), 7.32 (2 H, 
d), 7.32 (2 H, dd), 7.44 (1 H, dd), 7.94 (1 H, brs). 

37: mp 185 °C; *H NMR (400 MHz, CDC1 3 ) 6 2.17 (3 H, s), 4.57 (2 H, 
d), 7.20 (1 H, dd), 7.31 (1 H, d), 7.32 (1 H, brt), 7.34 (1 H, 
d),' 7.37 (1 H, d), 7.67 (1 H, dd), 7.88 (1 H, s), 8.37 (1 H, d). 

38: *H NMR (400 MHz, CDC1 3 ) 6 2.14 (3 H, s), 4.54 (2 H, d), 7.19 (1 
H, dd), 7.26 (2 H, d), 7.29 (1 H, brt), 7.31 (2 H, d), 7.38 (1 
H, d), 7.39 (1 H, d), 7.67 (1 H, brs). 

39: mp 193-194 <C; 'H NMR (400 MHz, CDC1 3 ) 6 2.15 (3 H, s), 4.57 (2 
H, d), 7.20 (1 H, dd), 7.31 (1 H, d), 7.31 (1 H, brt), 7.38 (1 
H, d), 7.41(1 H, d), 7.57 (1 H, brs), 7.67 (1 H, dd), 8.38 (1 H, 
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d). 

40: mp 88 °C; *H NMR (400 MHz, CDC1 3 ) 6 2.19 (3 H, s), 4.50 (2 H, 

d), 7.23(2 H, d), 7.30 (2 H, d), 7.38 (1 H, brt), 7.58 (2 H, s), 
7.80 (1 H, s). 

41: mp 100 °C; ! H NMR (400 MHz, CDC1 3 ) 8 2.19 (3 H, s), 4.52 (2 H, 
d), 7.29 (1 H, d), 7.43 (1 H, brt), 7.59 (2 H, s), 7.62 (1 H, 
dd), 7.80 (1 H, s), 8.33 (1 H, s). 

42: mp 157-159 °C; 'H NMR (400 MHz, CDC1 3 ) 5 2.13 (3 H, s), 4.55 (2 
H, d), 6.91-6.93 (2 H, m), 7.14 (1 H, dd), 7.20 (1 H, dd), 7.29 
(1 H, d), 7.31 (2 H, d), 7.31 (1 H, d), 7.48 (1 H, brs). 

43: (E:Z=5:l); mp 152-153 *H NMR (400 MHz, CDC1 3 ) (E isomer) 8 
2.13 (3 H, s), 4.55 (2 H, d), 6.90 (1 H, dd), 7.24 (1 H, d), 
7.27 (2 H, d), 7.31 (2 H, d), 7.31 (1 H, d), 7.46 (1 H, brs). 

44: mp 166-167 *C; 'H NMR (400 MHz, CDC1 3 ) 5 2.13 (3 H, s), 4.57 (2 
H, d), 6.90 (1 H, dd), 7.24 (1 H, d), 7.31 (1 H, d), 7.33 (1 H, 
d), 7.35 (1 H, brt), 7.50 (l H, s), 7.67 (1 H, dd), 8.38 (1 H, 
d). 

45: mp 175 °C; 'H NMR (400 MHz, DMS0-d 6 ) 5 2.06 (3 H, s), 4.40 (2 H, 

d), 7.30.(2 H, d), 7.35 (2 H, d), 7.66 (2 H, s), 8.89 (1 H, 

brt), 9.85 (1 H, s). 
46: mp 170 °C; 'H NMR (400 MHz, CDC1 3 ) 6 2.17 (3 H, s), 4.50 (2 H, 

d), 6.08 (1 H, brt), 7.18 (2 H, s), 7.25 (2 H, d), 7.34 (2 H, 

d), 12.93 (1 H, s). 
47: mp 245 °C; *H NMR (400 MHz, DMSO-d 6 ) 6 2.04 (3 H, s), 4.42 (2 H, 

d), 7.47 (1 H, d), 7.65 (2 H, s), 7.75 (1 H, dd), 8.35 (1 H, d), 

8.91 (1 H, brt), 9.87 (1 H, s). 
48: mp 186-189 °C; X H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 4.55 (2 

H, d), 6.93 (1 H, t), 6.98 (2 H, d), 7.27 (2 H, d), 7.31 (1 H, 

t), 7.32 (2 H, d), 7.48 (1 H, brs). 
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49: mp 153-156 °C; 'H NMR (400 MHz, CDC1 3 ) 5 2.12 (3 H, s), 4.53 (2 
H, d), 7.02 (2 H, d), 7.23 (2 H, d), 7.25 (2 H, d), 7.28 (2 H, 
d), 7.31 (1 H, brd), 7.56 (1 H, brs). 

50: mp 156-160 °C; l H NMR (400 MHz, CDC1 3 ) 5 2.12 (3 H, s), 4.56 (2 
H, d), 7.02 (2 H, d), 7.25 (2 H, d), 7.30 (1 H, d), 7.33 (l H, 
brt), 7.49 (1 H, s), 7.66 (1 H, dd), 8.37 (1 H, d). 

51: mp 153 °C; *H NMR (400 MHz, CDC1 3 ) 5 2.13 (3 H, s), 4.55 (2 H, 

d), 6.97 (1 H, ddd), 7.07 (1 H, ddd), 7.14 (1 H, dd), 7.27 (2 H, 
d), 7.28-7.31 (2 H, m), 7.31 (2 H, d), 7.45 (l H, brs). 

52: mp 166 °C; X H NMR (400 MHz, CDC1 3 ) 5 2.12 (3 H, s), 4.53 (2 H, 

d), 6.97 (2 H, d), 7.26 (2 H, d), 7.31 (2 H, d), 7.38 (2 H, d), 
7.48 (1 H, brs). 

53: mp 163 °C; ! H NMR (400 MHz, CDC1 3 ) 6 2.12 (3 H, s), 4.56 (2 H, 
d), 6.97 (2 H, d), 7.30 (1 H, d), 7.34 (1 H, brt), 7.39 (2 H, 
d), 7.48 (1 H, brs), 7.66 (1 H, dd), 8.37 (1 H, d). 

54: mp 128 C C; *H NMR (400 MHz, CDC1 3 ) 6 2.17 (3 H, s) , 4.54 (2 H, 
d), 7.14 (2 H, d), 7.26 (2 H, d), 7.32 (2 H, d), 7.56 (2 H, d), 
7. 77 (1 H, brs) . 

55: mp 160 °C; X H NMR (400 MHz, CDC1 3 ) 5 2.11 (3 H, s), 2.30 (3 H, 

s), 4.54 (2 H, d), 6.98 (2 H, d), 7.09 (2 H, d), 7.27 (2 H, d), 

7.31 (2 H, d), 7.34 (1 H, brt), 7.42 (1 H, brs). 
56: iH NMR (400 MHz, CDC1 3 ) 5 1.21 (3 H, t), 2.12 (3 H, s), 2.59 (2 

H, q), 4.54 (2 H, d), 7.01 (2 H, d), 7.12 (2 H, d), 7.26-7.32 (5 

H, m), 7.42 (1 H, s). 
57: mp 132-139 °C; 'H NMR (400 MHz, CDC1 3 ) 5 1.30 (9 H, s), 2.11 (3 

H, s), 4.53 (2 H, d), 7.02 (2 H, d), 7.26 (2 H, d), 7.31 (2 H, 

d), 7.44 (1 H, brs). 
58: mp 125 ^C; 'H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 4.55 (2 H, 

d), 7.01 (1 H, dd), 7.27 (2 H, d), 7.32 (2 H, d), 7.48 (1 H, 
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dd), 7.53 (1 H, dd), 7.58 (1 H, d), 7.97 (1 H, brs). 

59: mp 135-137 °C; l H NMR (400 MHz, CDC1 3 ) 6 2.15 (3 H, s), 4.55 (2 
H, d), 7.20 (1 H, d), 7.25 (1 H, d), 7.27 (2 H, d), 7.31 (2 H, 
d), 7.32 (1 H, brs), 7.40 (1 H, dd), 7.59 (1 H, brs). 

60: mp 181-182 °C; 'H NMR (400 MHz, CDC1 3 ) 5 2.15 (3 H, s), 4.58 (2 
H, d), 7.23 (1 H, dd), 7.31 (1 H, d), 7.32 (1 H, brs), 7.37 (1 
H, brt), 7.41 (1 H, dd), 7.58 (1 H, s), 7.64 (1 H, dd), 8.38 (1 
H, d). 

61: mp Hi °C; »H NMR (400 MHz, CDC1 3 ) 5 2.18 (3 H, s), 4.59 (2 H, 
d), 7.31 (1 H, d), 7.38 (1 H, brt), 7.44 (1 H, brs), 7.50 
(2 H, brs), 7.68 (1 H, dd), 7.82 (1 H, brs), 8.39 (1 H, d). 

64: mp 137 °C; *H NMR (400 MHz, CDC1 3 ) 6 2.14 (3 H, s), 4.54 (2 H, 

d), 7.07 (2 H, d), 7.15 (2 H, d), 7.26 (2 H, d), 7.31 (2 H, d), 
7.48 (1 H, brs). 

65: mp 131-133 °C; l E NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 4.56 (2 

H, d), 7.09 (2 H, d), 7.16 (2 H, d), 7.30 (1 H, d), 7.35 (1 H, 

brt), 7.66 (1 H, dd), 8.37 (1 H, d). 
66: mp 148 °C; *H NMR (400 MHz, CDC1 3 ) 6 2. 16 (3 H, s), 4.54 (2 H, 

d), 7.11 (2 H, d), 7.27 (2 H, d), 7.32 (2 H, d), 7.56 (2 H, d) , 

7.60 (1 H, brs). 

67: mp 130-131 °C; *H NMR (400 MHz, CDC1 3 ) 6 2.19 (3 H, s), 4.51 (2 
H, d), 6.06 (1 H, brt), 7.16 (2 H, d), 7.26 (2 H, d), 7.34 (2 H, 
d), 7.52 (2 H, d), 11.01 (1 H, brs). 

68: (E:Z=3:l); mp 178 <C; *H NMR (400 MHz, CDC1 3 ) (E isomer) 6 2.15 
(3 H, s), 4.56 (2 H, d), 7.12 (2 H, d), 7.30 (1 H, d), 7.35 (1 
H, brt), 7.57 (2 H, d), 7.65 (1 H, s), 7.66 (1 H, dd), 8.36 (1 
H, s); (Z isomer) 5 2.19 (3 H, s), 4.54 (2 H, d), 7.16 (2 H, d), 
7.33 (1 H, d), 7.54 (2 H, d), 7.65 (1 H, s), 7.66 (1 H, dd), 12. 
95 (1 H, brs). 
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69: rap 182-183 °C; *H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 4.5 (l 

H, brs), 4.57 (2 H, d), 7.17 (2 H, d), 7.55 (2 H, d), 7.64 (l H, 

s), 7.79 (1 H, d), 8.29 (l H, d). 
70: mp 179 °C; ! H NMR (400 MHz, CDC1 3 ) 5 2.13 (3 H, s), 4.53 (2 H, 

d), 6.89 (1 H, dd), 7.21 (2 H, d), 7.23 (l H, d), 7.29 (1 H, 

brt), 7.32 (1 H, d), 7.45 (1 H, brs), 7.47 (2 H, d). 
71: mp 167 °C; l H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 4.52 (2 H, 

d), 7.01 (2 H, d), 7.21 (2 H, d), 7.24 (2 H, d), 7.29 (1 H, t), 

7.46 (1 H, brs), 7.46 (1 H, brs). 
72: mp 164-166 °C; *H NMR (400 MHz, CDC1 3 ) 6 2.12 (3 H, s), 4.52 (2 

H, d), 6.97 (2 H, d), 7.21 (2 H, d), 7.28 (1 H, brt), 7.38 (2 H, 

d), 7.46 (2 H, d), 7.48 (1 H, brs). 
73: mp 127-129 °C; l H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 4.53 (2 

H, d), 7.14 (2 H, d), 7.22 (2 H, d), 7.30 (1 H, brt), 7.47 (2 H, 

d), 7.53 (2 H, d), 7.62 (1 H, brs). 
74: mp 151 *C; 'H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 4.55 (2 H, 

d), 7.15 (2 H, d), 7.37 (1 H, brt), 7.46 (1 H, d), 7.54 (2 H, 

d), 7.56 (1 H, dd), 7.66 (1 H, brs), 8.36 (1 H, d). 
75: *H NMR (400 MHz, CDC1 3 ) 6 2.18 (3 H, s), 4.59 (2 H, d), 7.17 (2 

H, d), 7.38 (1 H, brs), 7.55 (2 H, d), 7.65 (1 H, s), 7.83 (1 H, 

s), 8. 52 (1 H, d), 8.61 (1 H, d). 
76: l H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 2.25 (3 H, s), 2.31 (3 

H, s), 4.58 (2 H, d), 6.99 (2 H, d), 7.10-7.15 (4 H, m), 7.25 (2 

H, d), 7.41 (1 H, s). 
77: X H NMR (400 MHz, CDC1 3 ) 61.20 (3 H, t), 2.11 (3 H, s), 2.58 (2 

H, q), 4.58 (2 H, d), 6.98 (2 H, d), 7.07-7.16 (6 H, m), 7.39 (1 

H, s). 

78: mp 173 °C; X H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 2.35 (3 H, 

s), 4.53 (2 H, d), 7.00 (2 H, d), 7.17 (2 H, d), 7.23 (2 H, d), 
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7. 23 (2 H, d), 7.42 (1 H, brs). 
79: mp 197-198 °C; 'H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 2.55 (3 

H, s), 4.56 (2 H, d), 7.14 (2 H, d), 7.28 (1 H, brs), 7.53 (2 H, 

d), 7.58 (1 H, dd), 7.62 (1 H, s), 8.48 (l H, d). 
80: »H NMR (400 MHz, CDC1 3 ) 5 1.23 (3 H, t), 2.11 (3 H, s), 2.28 (6 

H, s), 2.64 (2 H, q), 4.56 (2 H, d), 6.60 (l H, s), 6.71 (2 H, 

s), 7.18 (2 H, d), 7.26-7.36 (4 H, m). 
81: l H NMR (400 MHz, CDC1 3 ) 51.23 (3 H, t), 2.13 (3 H, s), 2.65 (2 

H, q)-, 4.52 (2 H, q), 7.00 (2 H, d), 7.18-7.27 (7 H, m), 7.43 (1 

H, s). 

82: *H NMR (400 MHz, CDC1 3 ) 5 1.30 (3 H, t), 2.16 (3 H, s), 2.82 (2 

H, q), 4.56 (2 H, d), 7.13-7.16 (3 H, m), 7.28 (1 H, brs), 7.53 

(2 H, d), 7.60 (2 H, m), 8.51 (1 H, d). 
83: iH NMR (400 MHz, CDC1 3 ) 5 0.94 (3 H, t), 1.63 (2 H, m), 2.13 (3 

H, s), 2.58 (2 H, t), 4.54 (2 H, d), 7.01 (2 H, d), 7.16 (2 H, 

d), 7.22-7.26 (5 H, m), 7.41 (1 H, s). 
84: *H NMR (400 MHz, CDC1 3 ) 6 0.94 (3 H, t), 1.21 (3 H, t), 1.63 (2 

H, m), 2.12 (3 H, s), 2.59 (2 H, q), 4.54 (2 H, d), 7.00 (2 H, 

d), 7.10 (2 H, d), 7.15 (2 H, d), 7.25 (2 H, d), 7.39 (1 H, 

brt), 7.39 (1 H, s). 
85: mp 142-144 °C; *H NMR (400 MHz, CDC1 3 ) 6 0.94 (3 H, t), 1.38 (2 

H, tq), 1.70 (2 H, tt), 2.16 (3 H, s), 2.79 (2 H, t), 4.56 (2 H, 

d), 7.13 (1 H, d), 7.14 (2 H, d), 7.31 (l H, brt), 7.53 (2 H, 

d) , 7. 60 (1 H, dd) , 7. 63 (1 H, brs) , 8. 50 (1 H, d) . 
86: mp 158 °C; 'H NMR (400 MHz, CDC1 3 ) 51.32 (9 H, s), 2.13 (3 H, 

s), 4.55 (2 H, d), 7.01 (2 H, d), 7.23 (2 H, d), 7.27 (2 H, d), 

7.38 (2 H, d), 7.45 (1 H, brs). 
87: mp 114-116 °C; X H NMR (400 MHz, CDC1 3 ) 6 2.14 (3 H, s), 4.63 (2 

H, d), 7.03 (2 H, d), 7.25 (2 H, d), 7.37 (1 H, brt), 7.45-7.56 
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(4 H, m) , 7. 58 (1 H, brs) . 
88: mp 82-83 °C; X H NMR (400 MHz, CDC1 3 ) 5 2.14 (3 H, s), 4.69 (2 H, 

d), 7.05 (2 H, d), 7.26 (2 H, d), 7.45 (1 H, brt), 7.52 (1 H, 

s), 7.78 (2 H, s), 7.78 (l H, s). 
89: mp 61-63 °C; *H NMR (400 MHz, CDC1 3 ) 5 2.14 (3 H, s), 4.64 (2 H, 

d), 6.90 (1 H, dd), 7.24 (1 H, d), 7.32 (1 H, d), 7.36 (1 H, 

brt), 7.44 (2 H, d), 7.49 (1 H, brs), 7.60 (2 H, d). 
90: mp 147-149 °C; l H NMR (400 MHz, CDC1 3 ) 5 2.14 (3 H, s), 4.63 (2 

H, d), 7.03 (2 H, d), 7.25 (2 H, d), 7.38 (1 H, t), 7.44 (2 H, 

d), 7.49 (1 H, brs), 7.60 (2 H, d). 
91: mp 116-118 °C; l H NMR (400 MHz, CDC1 3 ) 5 2.17 (3 H, s), 4.64 (2 

H, d), 7.15 (2 H, d), 7.38 (1 H, brt), 7.45 (2 H, d), 7.54 (2 H, 

d), 7.61 (2 H, d), 7.62 (1 H, brs). 
92: mp 139-141 °C; *H NMR (400 MHz, CDC1 3 ) 6 2.17 (3 H, s), 4.68 (2 

Hi d), 7.17 (2 H, d), 7.45 (1 H, brt), 7.55 (2 H, d), 7.67 (2 H, 

d), 7.88 (1 H, d), 8.72 (1 H, s). 
94: mp 161-163 °C; l H NMR (400 MHz, CDC1 3 ) 5 2.16 (3 H, s), 3.91 (3 

H, s), 4.51, (2 H, d), 6.74 (1 H, d), 7.14 (2 H, d), 7.25 (1 H, 

brs), 7.53 (2 H, d), 7.60 (2 H, m), 8.14 (1 H, s). 
95: mp 138-139 °C; *H NMR (400 MHz, CDC1 3 ) 6 1.39 (3 H, t), 2.16 (3 

H, s), 4.35 (2 H, q), 4.50 (2 H, d), 6.72 (1 H, d),. 7.14 (2 H, 

d), 7.25 (1 H, brs), 7.53 (2 H, d), 7.59 (2 H, d), 8.12 (1 H, 

s). 

96: l H NMR (400 MHz, CDC1 3 ) 6 2.17 (3 H, s), 4.59 (2 H, d), 7.15 (2 
H, d), 7.19 (2 H, d), 7.35 (1 H, brt), 7.36 (2 H, d), 7.54 (2 H, 
d), 7.64 (1 H, brs). 

97: mp 164-165 'C; *H NMR (400 MHz, CDC1 3 ) 6 2.15 (3 H, s), 3.09 (6 
H, s), 4.43 (2 H, d), 6.51 (1 H, d), 7.12 (3 H, m), 7.47 (1 H, 
dd), 7.52 (2 H, d), 7.60 (l H, s), 8.14 (1 H, d). 

77 



WO 03/059064 

98: mp 185-186 °C; 'H NMR (400 MHz, CDC1 3 ) 8 2.15 (3 H, s), 2.93 (3 
H, d), 4.43 (2 H, d), 4.55 (1 H, brs), 6.39 (1 H, d), 7.13 (3 H, 
m), 7.46 (1 H, dd), 7.53 (2 H, d), 7.59 (l H, s), 8.07 (1 H, s). 

99: Hi NMR (400 MHz, CDC1 3 ) 6 2.18 (3 H, s), 4.63 (2 H, d), 7.16 (2 
H, d), 7.37 (1 H, brs), 7.39 (2 H, d), 7.54 (2 H, d), 7.63 (2 H, 
d), 7.65 (1 H, brs). 

100: mp 158 °Cl *H NMR (400 MHz, CDC1 3 ) 51.55 (3 H, d), 2.08 (3 H, 
s), 5.15 (1 H, dt), 7.02 (2 H, d), 7.16 (1 H, brd), 7.27 (2 H, 
d), 7.29 (2 H, d), 7.31 (2 H, d), 7.44 (1 H, brs). 

101: mp 145-146 *C; *H NMR (400 MHz, CDC1 3 ) 6 2.08 (3 H, s), 2.86 (2 
H, t), 3.60 (2 H, dt), 6.91 (2 H, d), 6.97 (1 H, t), 7.18 
(2 H, d), 7.26.(2 H, d), 7.31 (2 H, d), 7.42 (1 H, brs). 

102: mp 155-158 °C; *H NMR (400 MHz, CDC1 3 ) 6 2.11 (3 H, s), 6.09 (1 
H, brs), 6.82 (2 H, d), 7.01 (1 H, t), 7.15 (2 H, d), 7.18 (2 H, 
d), 7.34 (2 H, dd), 7.63 (l H, brs), 8.58 (1 H, brs). 

103: mp 171-172 °C; X H NMR (400 MHz, CDC1 3 ) 6 2.06 (3 H, s), 2.24 (3 
H, s), 6.38 (2 H, d), 6.95 (2 H, d), 7.21 (2 H, d), 7.29 (1 H, 
brs), 7.31 (2 H, d). 

106: mp 227-229 X^l ! H NMR (400 MHz, CDC1 3 ) 8 2.16 (3 H, s), 6.09 (1 
H, d), 7.18 (1 H, d), 7.20 (1 H, d), 7.22 (2 H, d), 7.59 (2 H, 
d), 7.78 (1 H, s), 8.07 (1 H, brs), 8.55 (1 H, d). 

107: mp 163-165 tD; l H NMR (400 MHz, CDC1 3 ) 8 2.15 (3 H, s), 7.08 (2 
H, d), 7.21 (2 H, d), 7.29 (2 H, d), 7.57 (2 H, d), 7.68 (l H, 
brs), 9.64 (1 H, brs). 

108: »H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 7.16 (2 H, d), 7.20 (2 
H, d), 7.52 (2 H, d), 7.52 (2 H, d), 8.10 (1 H, brs), 9.81 (1 H, 
brs) . 

Ill: (E:Z=3:2); n,, 25 1.5578; »H NMR (400 MHz, CDC1 3 ) (E isomer) 

8 2.23 (3 H, s), 3.14 (3 H, s), 3.26 (3 H, s), 4.68 (2 H, s), 
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7.00 (2 H, d), 7.35 (1 H, d), 7.53 (2 H, d), 7.69 (1 H, dd), 
8.37 (1 H, d); (Z isomer) 6 2.21 (3 H, s), 2.98 (3 H, s), 3.19 
(3 H, s), 4.76 (2 H, s), 6.85 (2 H, d), 7.33 (1 H, d), 7.42 (2 
H, d), 7.75 (1 H, dd), 8.34 (1 H, s). 
112: n D 26 1.5532; *H NMR (400 MHz, CDC1 3 ) 5 2.24 (3 H, s), 3.20 (3 H, 
s), 3.78 (3 H, s), 4.94 (2 H, d), 6.98 (2 H, d), 7.31 (1 H, d), 

7.51 (2 H, d), 7.75 (1 H, dd), 8.43 (l H, d). 

113: mp 107-111 'H NMR (400 MHz, CDC1 3 ) 51.21 (3 H, t), 1.98 (3 
H, s), 3.71 (2 H, q), 4.56 (2 H, d), 6.96 (2 H, d), 7.33 (1 H, 
d), 7:53 (2 H, d), 7.67 (1 H, brs), 7.68 (1 H, d), 8.38 (1 H, 
s). 

114: mp 88 t; *H NMR (400 MHz, CDC1 3 ) 6 0.94 (3 H, t), 1.70 (2 H, 

m), 1.95 (3 H, s), 3.60 (2 H, t), 4.56 (2 H, d), 6.92 (2 H, d), 
7.32 (1 H, d), 7.52 (2 H, d), 7.66 (1 H, brs), 7.68 (1 H, dd), 
8. 38 (1 H, d). 

115: mp 81-82 <C; X H NMR (400 MHz, CDC1 3 ) 5 1.22 (6 H, d), 1.69 (3 H, 
s), 3.89 (1 H, m), 4.57 (2 H, d), 6.92 (2 H, d), 7.33 (1 H, d), 

7.52 (2 H, d), 7.61 (1 H, brs), 7.68 (1 H, dd), 8.38 (1 H, d). 
116: m p no <C; l H NMR (400 MHz, CDC1 3 ) 5 0.93 (3 H, t), 1.45 (2 H, 

m), 1.61 (2 H, m), 1.95 (3 H, s), 3.64 (2 H, t), 4.56 (2 H, d), 
6.92 (2 H, d), 7.33 (1 H, d), 7.52 (2 H, d), 7.66 (1 H, brs), 
7.68 (1 H, dd), 8.38 (1 H, d). 
117: X H NMR (400 MHz, CDC1 3 ) 6 0.18 (2 H, q), 0.50 (2 H, q), 1.08 (1 
H, m), 1.90 (3 H, s), 3.52 (2 H, d), 4.56 (2 H, d), 6.96 (2 H, 
d), 7.33 (1 H, d), 7.52 (2 H, d), 7.66-7.68 (2 H, m), 8.38 (1 
H, s). 

118: mp 134-135 <C; J H NMR (400 MHz, CDC1 3 ) 5 0.95 (6 H, d), 1.86 (3 
H, s), 1.95 (1 H, m), 3.47 (2 H, d), 4.56 (2 H, d), 6.88 (2 H, 
d), 7.33 (1 H, d), 7.51 (2 H, d), 7.68 (2 H, d), 8.38 (1 H, s). 
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119: mp 117 °C; ! H NMR (400 MHz, CDC1 3 ) 5 0.95 (3 H, t), 1.19 (3 H, 

d), 1.6 (1 H, m), 1.7 (1 H, m), 3.59 (1 H, m), 4.56 (2 H, d), 6. 

89 (2 H, d), 7. 33 (1 H, d), 7.52 (2 H, d), 7.58 (1 H, brt), 7.68 

(1 H, dd), 8. 38 (1 H, d). 
120: mp 103 °C; J H NMR (400 MHz, CDC1 3 ) 6 2.09 (3 H, s), 4.28 (2 H, 

d), 4.55 (2 H, d), 5.24 (2 H, t), 5.90 (1 H, m), 7.00 (2 H, d), 

7.32 (1 H, d), 7.53 (2 H, d), 7.66 (1 H, brs), 7.67 (1 H, d), 

8.37 (1 H, d). 

121: mp 104 °C; X H NMR (400 MHz, CDC1 3 ) 5 1.78 (3 H, s), 2.11 (3 H, 

s), 4.18 (2 H, s), 4.55 (2 H, d), 4.88 (1 H, s), 4.98 (l H, s), 
6.97 (2 H, d), 7.32 (1 H, d), 7.52 (2 H, d), 7.59 (1 H, brt), 
7.67 (1 H, dd), 8.37 (1 H, d). 

122: mp 137-140 °C; *H NMR (400 MHz, CDC1 3 ) 61.85 (3 H, s) 4.34 (2 
H, s), 4.56 (2 H, d), 7.10 (2 H, d), 7.34 (1 H, d), 7.65 (2 H, 
d), 7.69 (1 H, d), 8.40 (1 H, s). 

123: mp 111 °C; *H NMR (400 MHz, CDC1 3 ) 61.89 (3 H, s), 3.91 (1 H, 

t), 3.98 (1 H, t), 4.55 (3 H, m), 4.67 (1 H, t), 6.95 (2 H, d), 

7.33 (1 H, d), 7.54 (2 H, d), 7.6 (1 H, brt), 7.67 (1 H, dd), 

8.38 (1 H, d). 

124: n D 25 1.5022; 'H NMR (400 MHz, CDC1 3 ) 61.85 (3 H, s), 4.19 (2 H, 
q), 4.57 (2 H, d), 6.94 (2 H, d), 7.34 (1 H, d), 7.57 (2 H, d), 
7.6 (1 H, brt), 7.68 (1 H, dd), 8.39 (1 H, d). 

125: mp 88-89 °C; l H NMR (400 MHz, CDC1 3 ) 5 1.95 (3 H, s), 3.37 (3 H, 
s), 4.55 (2 H, d), 4.96 (2 H, s), 7.03 (2 H, d), 7.32 (1 H, d), 
7.57 (2 H, d), 8.69 (2 H, m), 8.38 (1 H, d). 

126: mp 61-62 °C; X H NMR (400 MHz, CDC1 3 ) 61.20 (3 H, t), 1.98 (3 H, 
s), 3.55 (2 H, q), 4.53 (2 H, d), 5.01 (2 H, s) , 7.04 (2 H, d), 
7.28 (2 H, d), 7.33 (2 H, d) 7.54 (2 H, d), 7.60 (1 H, brs). 

128: mp 77-80 °C; *H NMR (400 MHz, CDC1 3 ) 51.16 (6 H, d), 1.97 (3 H, 
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s), 3.74 (1 H, m), 4.55 (2 H, d), 5.01 (2 H, s), 7.06 (2 H, d), 
7.32 (1 H, d), 7.55 (2 H, d), 7.67 (2 H, m), 8.37 (l H, d) . 
129: mp 86 °C; 'H NMR (400 MHz, CDC1 3 ) 6 0.87 (6 H, d), 1.83 (l H, 
m), 1.98 (3 H, s), 3.25 (2 H, d), 4.55 (2 H, d), 5.00 (2 H, 
d), 7.05 (2 H, d), 7.32 (1 H, d), 7.55 (2 H, d), 7.67 (2 H, dd), 
8.38 (1 H, d). 

130: mp 63-64 °C; l E NMR (400 MHz, CDC1 3 ) 51.94 (3 H, s), 3.35 (3 1, 
s), 3.53 (2 H, m), 3.66 (2 H, m), 4.55 (2 H, d), 5.09 (2 H, s), 
7.06 (2 H, d), 7.32 (2 H, d), 7.55 (2 H, d), 7.68 (2 H, m), 8.38 
(1 H, s). 

131: mp 94-96 °C; *H NMR (400 MHz, CDC1 3 ) 61.25 (3 H, t), 2.00 (3 H, 
s), 4.22 (2 H, q), 4.40 (2 H, s), 4.54 (2 H, d), 6.94 (2 H, d), 
7.32 (1 H, d), 7.54 (2 H, d), 7.6 (1 H, brt), 7.67 (1 H, dd), 
8.37 (1 H, d). 

132: mp 115-116 °C; ! H NMR (400 MHz, CDC1 3 ) 6 2.00 (3 H, s), 4.52 (2 
H, d), 4.90 (2 H, s), 6.97 (2 H, d), 7.22 (2 H, d), 7.32 (4 H, 
ra), 7.51 (2 H, d), 7.57 (1 H, brt), 7.63 (1 H, dd), 8.35 (1 H, 
d). 

133: mp 132-133 °C; 'H NMR (400 MHz, CDC1 3 ) 6 1.91 (3 H, s), 4.52 (2 
H, d), 4.86 (2 H, s), 7.05 (l H, d), 7.13 (1 H, s), 7.26-7.37 (5 
H, m), 7.40 (1 H, brt), 7.63 (3 H, m), 8.35 (1 H, d). 

134: mp 143-146 X^l ! H NMR (400 MHz, CDC1 3 ) 61.97 (3 H, s), 4.52 (2 
H, d), 4.91 (2 H, s), 6.92 (2 H, d), 7.33 (3 H, m), 7.53 (3 H, 
m), 7.63 (3 H, m), 8.55 (1 H, s). 

135: mp 129 °C; *H NMR (400 MHz, CDC1 3 ) 6 2.00 (3 H, s), 2.34 (3 H, 
s), 4.53 (2 H, d), 4.85 (2 H, s), 6.97 (2 H, d), 7.11 (4 H, m), 
7.31 (1 H, d), 7.50 (2 H, d), 7.57 (1 H, brs), 7.63 (1 H, dd), 
8.35 (1 H, dd). 

136: : H NMR (400 MHz, CDC1 3 ) 61.85 (3 H, brs), 2.26 (3 H, brs), 4.53 
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(2 H, d), 7.32 (1 H, d), 7.35 (2 H, d), 7.50 (1 H, brt), 7.65 
(1 H, dd), 7.69 (2 H, d), 8.36 (1 H, d). 
137: n D 26 1.5372; 'H NMR (400 MHz, CDC1 3 ) 5 1.89 (3 H, s), 2.05 (3 H, 
s), 4.55 (2 H, d), 4.77 (2 H, s), 7.05 (2 H, d), 7.32 (1 H, d), 
7.57 (2 H, d), 7.60 (1 H, brs), 7.65 (1 H, dd), 8.05 (1 H, s), 
8.38 (1 H, s). 

138: n D 26 1.5290; *H NMR (400 MHz, CDC1 3 ) 5 1.10 (3 H, t), 1.20 (3 H, 
t), 2.02 (3 H, s), 3.85 (2 H, q), 3.99 (2 H, s), 4.18 (2 H, s), 
4.20 (2 H, q), 4.26 (2 H, d), 4.74 (2 H, s), 4.82 (2 H, s), 6.94 
(4 H, m), 7.32 (2 H, m) , 7.52 (2 H, d), 7.70 (1 H, dd), 7.85 
(1 H, dd), 8.39 (1 H, d). 

139: mp 132-134 °C; 'H NMR (400 MHz, CDC1 3 ) 61.16 (3 H, t), 2.67 (2 
H, q), 4.58 (2 H, d), 7.00 (2 H, d), 7.23 (2 H, d), 7.35 (5 H, 
m), 7.58 (1 H, s). 

140: mp 137 °C; *H NMR (400 MHz, CDC1 3 ) 6 1.15 (3 H, t), 2.66 (2 H, 

q), 4.51 (2 H, d), 7.00 (2 H, d), 7.23 (4 H, m), 7.47 (2 H, d) , 
7. 60 (1 H, s) . 

141: mp 156-157 t; X H NMR (400 MHz, CDC1 3 ) 61.15 (3 H, t), 2.35 (3 
H, s), 2.66 (2 H, q), 4.53 (2 H, d), 6.99 (2 H, d), 7.16 (2 H, 
d), 7.22 (4 H, m), 7.59 (1 H, s). 

142: n D 26 1.5845; »H NMR (400 MHz, CDC1 3 ) 61.25 (3 H, t), 2.48 (2 H, 
q), 4.60 (2 H, d), 6.15 (1 H, brs), 7.09 (2 H, d), 7.21 (2 H, 
d), 7.43 (2 H, d), 7. 62 (2 H, d), 12.84 (1 H, s). 

143: n D 26 1. 5771; 'H NMR (400 MHz, CDC1 3 ) 61.16 (3 H, t), 2.65 (2 H, 
q), 4.63 (2 H, d), 7.02 (2 H, d), 7.25 (2 H, d), 7.35 (1 H, 
brt), 7.45 (2 H, d), 7.61 (3 H, t). 

144: mp 123 °C; X H NMR (400 MHz, CDC1 3 ) 51.17 (3 H, t), 2.68 (2 H, 
q), 4.55 (2 H, d), 7.04 (2 H, t), 7.12 (2 H, d), 7.25 (1 H, 
brs), 7.31 (2 H, t), 7.53 (2 H, d), 7.75 (1 H, s). 
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145: mp 134-135 X H NMR (400 MHz, CDC1 3 ) 61.17 (3 H, t), 2.69 (2 
H, q), 4.55 (2 H, d), 7.13 (2 H, d), 7.27 (3 H, m), 7.33 (2 H, 
d), 7.76 (1 H, s). 

146: mp 149-150 °C; *H NMR (400 MHz, CDC1 3 ) 51.16 (3 H, t), 2.68 (2 
H, q), 4.57 (2 H, d), 7.14 (2 H, d), 7.31 (1 H, 
d), 7.31 (1 H, brt), 7.54 (2 H, d), 7.67 (1 H, dd), 7.79 (1 H, 
s), 8.38 (1 H, d). 

147: n D 26 1. 5127; 'H NMR (400 MHz, CDC1 3 ) 5 1.15 (3 H, t), 2.70 (2 H, 
q), 4.64 (2 H, d), 7.15 (2 H, d), 7.34 (1 H, brs), 7.45 (2 H, 
d), 7.54 (2 H, d), 7.61 (2 H, d), 7.80 (1 H, s). 

148: l H NMR (400 MHz, CDC1 3 ) 61.11 (3 H, t), 2.60 (2 H, q), 2.84 (2 
H, t), 3.60 (2 H, q), 6.90 (2 H, d), 6.92 (1 H, brs), 7.13 (2 H, 
d), 7.27 (2 H, d), 7.47 (3 H, m), 7.54 (1 H, s). 

149: ! H NMR (400 MHz, CDC1 3 ) 5 1.00 (3 H, t), 1.70 (2 H, m), 2.39 (2 
H, t), 4.54 (2 H, d), 6.06 (1 H, brs), 7.07 (2 H, d), 7.24 (2 H, 
d), 7.30-7.40 (5 H, m). 

150: *HNMR (400 MHz, CDC1 3 ) 61.04 (3 H, t), 1.59 (2 H, m), 2.63 (2 
H, t), 4.57 (2 H, d), 7.00 (2 H, d), 7.24-7.36 (7 H, m), 7.61 (1 
H, s). 

151: *H NMR (400 MHz, CDC1 3 ) 51.00 (3 H, t), 1.70 (2 H, ra), 2.40 (2 
H, q), 4.50 (2 H, d), 6.06 (1 H, brs), 7.08 (2 H, d), 7.22 (4 H, 
m), 7.33 (2 H, d). 

152: 'H NMR (400 MHz, CDC1 3 ) 6 1.03 (3 H, t), 1.65 (2 H, m), 2.62 (2 
H, t), 4.53 (2 H, d), 7.00 (2 H, d), 7.20-7.33 (7 H, m), 7.60 (1 
H, s). 

153: ra p 129-130 'C; *H NMR (400 MHz, CDC1 3 ) 6 1.04 (3 H, t), 1.60 (2 
H, m), 2.64 (2 H, t), 4.56 (2 H, d), 7.14 (2 H, d), 7.33 (2 
H, m), 7.54 (2 H, d), 7.66 (1 H, dd), 7.81 (1 H, s), 8.38 (1 H, 
d). 
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154: *H NMR (400 MHz, CDC1 3 ) 6 0.99 (3 H, t), 1.68 (2 H, m), 2.38 (2 
H, t), 4.49 (2 H, d), 6.0 (1 H, brs), 7.07 (2.H, d), 7.19-7.22 
(6 H, m). 

155: »H NMR (400 MHz, CDC1 3 ) 6 1.03 (3 H, t), 1. 57 (2 H, m), 2.61 (2 
H, t), 4.52 (2 H, d), 6.99 (2 H, d), 7.13 (2 H, d), 7.24 (4 H, 
m), 7.59 (1 H, s). 

156: mp 131-132 *C; ! H NMR (400 MHz, CDC1 3 ) 6 1.24 (6 H, d), 2.67 (1 
H, m), 4.55 (2 H, d), 6.14 (1 H, brs), 7.08 (2 H, d), 7.21 (2 H, 
d), 7.33 (5 H, m). 

157: mp 123-124 t); *H NMR (400 MHz, CDC1 3 ) 61.24 (6 H, d), 1.54 (3 

H, s), 2.67 (1 H, ra), 4.51 (2 H, d), 6.15 (l H, brs), 7.07 (2 H, 

d), 7.24 (4 H, m), 7.34 (2 H, d). 
158: mp 114-115 °C; 'H NMR (400 MHz, CDC1 3 ) 6 1.24 (6 H, d), 2.67 (1 

H, m), 4.50 (2 H, d), 6.3 (1 H, brs), 7.08 (2 H, d), 7.20 (4 H, 

m), 7.49 (2 H, d). 
159: mp 135 °C; *H NMR (400 MHz, CDC1 3 ) 61.25 (6 H, d), 2.69 (1 H, 

m), 4.60 (2 H, d), 6.23 (1 H, brs), 7.08 (2 H, d) , 7.21 (2 H, 

d), 7.43 (2 H, d), 7.63 (2 H, d), 12.69 (1 H, s). 
160: n D 25 1.5403; *H NMR (400 MHz, CDC1 3 ) 61.38 (6 H, d), 3.25 (1 H, 

m), 4.60 (2 H, d), 6.98 (2 H, d), 7.23 (2 H, d), 7.43 (2 H, d), 

7.60 (2 H, d), 7.83 (1 H, s). 
161: mp 141 °C; 'H NMR (400 MHz, CDC1 3 ) 61.25 (6 H, d), 2.69 (1 H, 

m), 4.52 (2 H, d), 6.20 (1 H, brs), 7.19 (2 H, d), 7.25 (2 H, 

d), 7.35 (2 H, d), 7.50 (2 H, d), 12.80 (1 H, s). 
162: mp 141 °C; *H NMR (400 MHz, CDC1 3 ) 6 1.25 (6 H, d), 2.69 (1 H, 

m), 4.55 (2 H, d), 6,28 (1 H, brs), 7.19 (2 H, d), 7.34 (1 H, 

d), 7.50 (2 H, d), 7.66 (1 H, dd), 8.37 (1 H, d), 12.76 (1 H, 

s). 

163: mp 90 t; *H NMR (400 MHz, CDC1 3 ) 6 0.93 (3 H, t), 1.21 (3 H, 
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164: 



165: 



166: 



167: 



168: 



169: 



171: 



172: 



d), 1.53 (1 H, m), 1.79 (1 H, m), 2.42 (1 H, m), 4.54 (2 H, m), 

6.13 (1 H, brs), 7.07 (2 H, d), 7.21 (2 H, d), 7.30-7.40 (5 H, 
m), 12. 74 (1 H, s). 

n D 26 1.5729; »H NMR (400 MHz, CDC1 3 ) 6 0.94 (3 H, t), 1.36 (3 H, 
d), 1.76 (1 H, m), 1.94 (l H, m), 3.03 (1 H, m), 4.55 (2 H, d), 

6.97 (2 H, d), 7.22-7.38 (8 H, m), 7.81 (1 H, s). 

mp 117 °C; 'H NMR (400 MHz, CDC1 3 ) 6 0.94 (3 H, t), 1.21 (3 H, 
d), 1.53 (1 H, m), 1.79 (1 H, m), 2.42 (1 H, m), 4.51 (2 H, d), 

6.14 (1 H, s), 7.06 (2 H, d), 7.20-7.26 (4 H, m), 7.34 (2 H, d), 
12.72 (1 H, s). 

n D 25 1.5759; l ti NMR (400 MHz, CDC1 3 ) 6 0.91 (3 H, t), 1.12 (3 H, 
d), 1.45 (1 H, m), 1.77 (1 H, m), 3.52 (1 H, q), 4.43 (2 H, d), 
7. 2-7. 4 (8 H, m) . 

mp 97-99 °C; Hi NMR (400 MHz, CDC1 3 ) 6 0.95 (3 H, t), 1.23 (3 H, 
d), 1.53 (1 H, m), 1.81 (1 H, m), 2.43 (1 H, m), 4.61 (2 H, d), 
6.2 (1 H, brs), 7.07 (2 H, d), 7.21 (2 H, d), 7.43 (2 H, d), 
7.63 (2 H, d). 

n D 26 1.5525; X H NMR (400 MHz, CDC1 3 ) 6 0.94 (3 H, t), 1.35 (3 H, 
d), 1.75 (1 H, m), 1.94 (1 H, m), 3.04 (1 H, m), 4.60 (2 H, d), 

6.98 (2 H, d), 7.25 (2 H, d), 7.28 (1 H, brs), 7.44 (2 H, d), 
7.60 (2 H, d), 7.84 (1 H, s). 

mp 120 °CJ *H NMR (400 MHz, CDC1 3 ) 6 7.15 (2 H, d), 7.37 (2 H, 
d), 7.52 (2 H, d), 7.60 (2 H, d), 7.69 (1 H, s), 7.80 (1 H, s). 
mp 121-126 *C; X H NMR (400 MHz, CDC1 3 ) 6 2.11 (3 H, s), 3.83 (2 
H, s), 4.57 (2 H, d), 7.18 (2 H, d), 7.32 (1 H, d), 7.34 (1 H, 
brs), 7.56 (2 H, d), 7.66 (1 H, dd), 8.38 (1 H, d), 9.00 (1 H, 
s). 

mp 171-173 °C; *H NMR (400 MHz, CDC1 3 ) 6 4.53 (2 H, d), 6.55 (1 
H, brs), 7.23-7.39 (9 H, m). 
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173: mp 171-172 "C; *H NMR (400 MHz, CDC1 3 ) 6 4.62 (2 H, d), 6.8 (1 

H, brs), 7.15 (2 H, d), 7.34-7.38 (7 H, m), 9.03 (1 H, s). 
174: mp 157-158 °C; NMR (400 MHz, CDC1 3 ) 6 4.54 (2 H, d), 6.57 (l 

H, brt), 7.32-7.40 (7 H, m), 7.63 (2 H, d). 
175: mp 158 °C; 'H NMR (400 MHz, CDC1 3 ) 6 4.63 (2 H, d), 6.85 (1 H, 

brs), 7.29-7.39 (7 H, m), 7.64 (2 H, d), 9.13 (1 H, s). 
176: mp 189-190 °C\ *H NMR (400 MHz, CDC1 3 ) 6 4.49 (2 H, d), 6.57 (1 

H, brs), 7.25 (4 H, m), 7.34 (4 H, in). 
177: mp 190 °C; 'H NMR (400 MHz, CDC1 3 ) 6 4.57 (2 H, d), 6.82 (1 H, 

brt), 7. 17 (2 H, d), 7.27 (2 H, d), 7.35 (4 H, m), 9.15 (1 H, 

s). 

178: mp 191-192 °C; X H NMR (400 MHz, CDC1 3 ) 6 4.49 (2 H, d), 6.6 (l 

H, brs), 7.19 (2 H, d), 7.25 (2 H, d), 7.35 (2 H, d), 7.49 (2 H, 
d). 

179: mp 233-234 °C; *H NMR (400 MHz, CDC1 3 ) 6 4.44 (2 H, d), 7.49 (1 
H, d), 7.80 (4 H, m), 8. 14 (1 H, s), 8.37 (1 H, s), 9.0 (1 H, 
brs). 

180: iH NMR (400 MHz, CDC1 3 ) 5 2.34 (3 H, s), 4.49 (2 H, d), 6.60 (1 

H, brs), 7.19 (4 H, m), 7.25 (2 H, d), 7.35 (2 H, d). 
181: X H NMR (400 MHz, CDC1 3 ) 6 2.34 (3 H, s), 4.58 (2 H, d), 6.80 (1 

H, brs), 7.11 (2 H, d), 7.18 (2 H, d), 7.28 (2 H, d), 7.33 (2 H, 

d), 9. 10 (1 H, brs). 
182: mp 155-156 °C; X H NMR (400 MHz, CDC1 3 ) 6 4.59 (2 H, d), 6.85 (1 

H, brs), 7.27-7.36 (6 H, m), 7.65 (2 H, d), 9.2 (1 H, s). 
183: mp 228-233 °C; *H NMR (400 MHz, CDC1 3 ) 6 4.50 (2 H, d), 6.13 (1 

H, d), 6.90 (2 H, d), 7.24 (2 H, d), 7.34 (2 H, d), 7.50 (2 H, 

d), 7.6 (1 H, brs), 9.03 (1 H, brs). 
186: mp 239-241 X^l *H NMR (400 MHz, DMS0-d 6 ) 6 4.47 (2 H, d), 7.50 

(1 H, d), 6.83 (3 H, m), 8.24 (2 H, d), 8.39 (1 H, d), 9.15 (1 
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H, brt). 

187: mp 187-188 °C; 'H NMR (400 MHz, CDC1 3 ) 6 4.58 (2 H, d), 6.69 (l 
H, brs), 7.25 (2 H, d), 7.34 (2 H, d), 7.44 (2 H, d), 7.64 (2 H, 
d). . 

188: mp: 188-189 °C, *H NMR (400 MHz, CDC1 3 ) 5 4.67 (2 H, d), 6.90 (1 
H, t), 7.18 (2 H, d), 7.36 (2 H, d), 7.46 (2 H, d), 7.62 (2 H, 
d), 9. 13 (1 H, s). 

189: mp 161-162 <C; 'H NMR (400 MHz, CDC1 3 ) 6 4.60 (2 H, d), 6.70 (1 
H, brs), 7.39 (2 H, d), 7.45 (2 H, d), 7.64 (4 H, m). 

190: mp 172-176 "C; 'H NMR (400 MHz, CDC1 3 ) 6 4.68 (2 H, d), 6.92 (1 
H, brt), 7.32 (2 H, d), 7.47 (2 H, d), 7.64 (4 H, t), 9.18 (1 H, 
s). 

192: mp 140-141 °C, X H NMR (400 MHz, CDCL.) 6 2.64 (6 H, s), 4.53 (2 
H, d), 7.08 (2 H, d), 7.34 (1 H, d), 7.37 (1 H, brs), 7.47 (2 H, 
d), 7.65 (1 H, dd), 8.37 (1 H, d), 11.15 (1 H, s) . 

193: mp 153-154 °C', X H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 4.54 (2 
H, d), 6.88 (1 H, ddd), 7.20 (1 H, brd), 7.27 (2 H, d), 7.31 (1 
H, t), 7.32 (2 H, d), 7.63 (1 H, ddd), 8.11 (1 H, brs), 8.19 
(1 H, ddd). 

194: mp 218 *C; 'H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 4.53 (2 H, 
d), 7.24 (2 H, d), 7.26 (1 H, d), 7.26 (1 H, brt), 7.32 (2 H, 
d), 7.42 (1 H, dd), 7.48 (1 H, brs), 8.19 (1 H, d). 

195: mp 224-225 °C; 'H NMR (400 MHz, CDC1 3 ) 5 2.16 (3 H, s), 4.56 (2 
Hi d), 7.25 (1 H, d), 7.31(1 H, d), 7.44 (1 H, dd), 7.48 (1 H, 
brs), 7.66 (1 H, dd), 8.20 (1 H, d), 8.37 (1 H, d). 

196: mp 169 °C; >H NMR (400 MHz, CDC1 3 ) 6 2.20 (3 H, s), 5.55 (2 H, 
d), 7.26 (1 H, d), 7.26 (1 H, t), 7.27 (2 H, d), 7.33 (2 H, d), 
7.82 (1 H, dd), 8.35 (1 H, brs), 8.44 (1 H, d). 

197: mp 153-155 °C; *H NMR (400 MHz, CDC1 3 ) 5 2.19 (3 H, s), 4. 56 (2 
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H, d), 7.30 (1 H, d), 7.30 (1 H, d), 7.50 (l H, brt), 7.66 (1 H, 
dd), 7.80 (1 H, dd), 8.34 (1 H, d), 8.43 (1 H, s), 8.51 (l H, 
brs). 

198: mp 125 °C; *H NMR (400 MHz, CDC1 3 ) 5 2.22 (3 H, s), 4.54 (2 H, 
d), 7.19 (1 H, d), 7.27 (2 H, d), 7.30 (2 H, d), 7.82 (1 H, t), 
8. 50 (1 H, brs), 8.73 (1 H, d). 

199: mp 151-152 'H NMR (400 MHz, CDC1 3 ) 5 2.33 (3 H, s), 3.55 (3 
H, s), 4.56 (2 H, d), 7.01 (1 H, d), 7.32 (1 H, d), 7.56 (1 H, 
brt), 7.68 (1 H, dd), 7.74 (1 H, dd), 8.37 (1 H, d), 8.52 (1 H, 
s). 

200: mp 113-114 t; *H NMR (400 MHz, CDC1 3 ) 5 2.34 (3 H, s), 3 54 (3 
H, s), 4.54 (2 H, d), 7.00 (1 H, d), 7.27 (2 H, d), 7.32 (2 H, 
d), 7.47 (1 H, brt), 7.72 (1 H, dd), 8.51 (1 H, brs). 
201: mp 137-138 °C, X H NMR (400 MHz, CDC1 3 ) 5 2.19 (3 H, s), 4.76 (2 
H, d), 7.15 (2 H, d), 7.4 (l H, brs), 7.50 (5 H, m), 7.61 (1 H, 
s), 7. 79 (1 H, s), 7.85 (3 H, m). 
202: mp 162-163 *C; *H NMR (400 MHz, CDC1 3 ) 5 2.14 (3 H, s), 4.57 (2 
H, d), 6.28 (1 H, dd), 6.35 (1 H, dd), 7.15 (2 H, d), 7.28 (1 H, 
brt), 7.39 (1 H, dd), 7.54 (2 H, d), 7.64 (1 H, brs). 
mp 138-140 'C; *H NMR (400 MHz, CDC1 3 ) 6 2.14 (3 H, s), 2.29 (3 
H, s), 4.51 (2 H, d), 5.91 (1 H, dq), 6.15 (1 H, d), 7.16 (2 H, 
d), 7.23 (1 H, brt), 7.54 (2 H, d), 7.60 (1 H, brs). 
mp 158 °C; *H NMR (400 MHz, CDC1 3 ) 5 1.54-1.64 (1 H, m), 1.90-2. 
08 (3 H, m), 2.13 (3 H, s), 3.35 (1 H, ddd), 3.64 (1 H, ddd), 
3.80 (1 H, ddd), 3.92 (1 H, ddd), 4.06 (1 H, dddd), 7.18 (2 H, 
d), 7.31 (1 H, brt), 7.55 (2 H, d), 7.60 (1 H, brs). 
205: mp 136-137 *C; 'H NMR (400 MHz, CDC1 3 ) 61.67 (l H, dddd), 

2.05-2.14 (1 H, m), 2.13 (3 H, s), 2.58 (1 H, dddddd), 3.41 (2 
H, dd), 3.63 (1 H, dd), 3.77 (1 H, ddd), 3.84 (1 H, dd), 3.96 (l 
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H, ddd), 7.17 (2 H, d), 7.19 (1 H, brt), 7.55 (2 H, d), 7.70 (l 
H, brs). 

206: mp 186 °C; 'H NMR (400 MHz, CDC1 3 ) 6 2.15 (3 H, s), 4.69 (2 H, 

d), 6.33 (1 H, s), 7.18 (2 H, d), 7.42 (1 H, brt), 7.56 (2 H, 

d), 7. 68 (1 H, brs). 
207: mp 109-112 <C; X H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 4.75 (2 

H, d), 6.98 (1 H, dd), 7.04 (1 H, dd), 7.15 (2 H, d), 7.24 (l H, 

dd), 7.32 (1 H, brt), 7.53 (2 H, d), 7.62 (1 H, brs). 
208: -mp 132 °C; >H NMR (400 MHz, CDC1 3 ) 6 2.15 (3 H, s), 4.63 (2 H, 

dd), 6.77 (1 H, d), 6.80 (1 H, dt), 7.15 (2 H, d), 7.32 (1 H, 

brt), 7.55 (2 H, d), 7.63 (1 H, s). 
209: »H NMR (400 MHz, CDC1 3 ) 6 2.15 (3 H, s), 4.44 (2 H, d), 6.82 (1 

H, s), 7.17 (2 H, d), 7.30 (1 H, brt), 7.55 (2 H, d), 7.69 (1 H, 

brs). 

210: l H NMR (400 MHz, CDC1 3 ) 6 2.15 (3 H, s), 4.70 (2 H, d), 6.94 (1 

H, s), 7.13 (1 H, s), 7.16 (2 H, d), 7.34 (1 H, brs), 7.55 (2 H, 

d), 7.66 (1 H, s). 
211: l H NMR (400 MHz, CDC1 3 ) 6 2.15 (3 H, s), 4.65 (2 H, d), 6.78 (1 

H, d), 6.91 (1 H, d), 7.16 (2 H, d), 7.32 (1 H, brs), 7.55 (2 H, 

d), 7.65 (1 H, s). 
212: mp 210 °C', 'H NMR (400 MHz, CDC1 3 ) 6 2.15 (3 H, s), 4.66 (2 H, 

dd), 7.16 (2 H, d), 7.38 (1 H, brt), 7.46 (1 H, t), 7.55 (2 H, 

d), 7. 65 (1 H, s). 
213: mp 160 °C; *H NMR (400 MHz, CDC1 3 ) 6 2.14 (3 H, s), 2.72 (3 H, 

s), 4.63 (2 H, d), 7.03 (1 H, s), 7.19 (2 H, d), 7.54 (2 H, d), 

7.58 (1 H, brt), 7.64 (1 H, s). 
214: mp 190 'C; 'H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 4.70 (2 H, 

d), 7.24 (2 H, d), 7.24 (1 H, brs), 7.32 (1 H, d), 7.56 (2 H, 

d), 7.63 (1 H, s), 7.68 (1 H, t), 8.04 (1 H, brs), 8.61 (1 H, 
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d). 

215: mp 184-185 °C; »H NMR (400 MHz, CDC1 3 ) 3 2.18 (3 H, s), 4.61 (2 

H, d), 7.17 (2 H, d), 7.25 (1 H, d), 7.42 (l H, brs), 7.55 (2 H, 

d), 7.73 (1 H, s), 8.57 (2 H, m). 
216: mp 163-164 °C; 'H NMR (400 MHz, CDC1,) 8 2.18 (3 H, s), 4.64 (2 

H, d), 6.85 (1 H, s), 7.15 (1 H, d), 7.18 (2 H, d), 7.45 (1 H, 

brs), 7.56 (2 H, d), 7.68 (1 H, s), 8.18 (1 H, d). 
217: mp 163-164 "C; l H NMR (400 MHz, CDC1 3 ) 8 2. 18 (3 H, s), 4.59 (2 

H, d), 7.17 (3 H, m), 7.27 (1 H, d), 7.4 (1 H, brt), 7.56 (2 H, 

d), 7.68 (1 H, s), 8.35 (1 H, d). 
218: mp 163-166 °C; l H NMR (400 MHz, CDC1 3 ) 8 2. 15' (3 H, s), 4.65 (2 

H, d), 7.27 (2 H, d), 7.56 (2 H, d), 7.65 (2 H, t), 8.08 (1 H, 

brs). 

219: mp 186 °C; l H NMR (400 MHz, CDC1 3 ) 8 2.18 (3 H, s), 4.57 (2 H, 

d), 7.19 (2 H, d), 7.22 (2 H, s), 7.33 (1 H, brt), 7.56 (2 H, 

d), 7.69 (1 H, s). 
220: mp 193 °C; 'H NMR (400 MHz, CDC1 3 ) 8 2.18 (3 H, s), 2.52 (3 H, 

s), 4.54 (2 H, d), 7.02 (1 H, s), 7.09 (1 H, s), 7.18 (2 H, d), 

7.39 (1 H, brt), 7.56 (2 H, d), 7.67 (1 H, s). 
221: mp 195-196 °C; 'H NMR (400 MHz, CDC1 3 ) 8 2.18 (3 H, s), 3.48 (3 

H, s), 6.79 (1 H, d), 7.23 (2 H, d), 7.58 (2 H, d), 7.66 (1 H, 

dd), 7.78 (1 H, brs), 8.47 (1 H, d), 8.83 (1 H, s). 
222: mp 225 °C; 'H NMR (400 MHz, CDC1 3 ) 8 2.17 (3 H, d), 4.85 (2 H, 

d), 7.25 (2 H, d), 7.59 (2 H, d), 7.67 (1 H, brs), 7.96 (1 H, 

d), 8.35 (1 H, brt), 8.81 (1 H, d). 
223: mp 196-201 *C; *H NMR (400 MHz, CDC1 3 ) 81.17 (3 H, t), 2.68 (2 

H, q), 4.75 (2 H, d), 7.20 (2 H, d), 7.56 (2 H, d), 7.80 (1 H, 

s), 7.85 (1 H, brs), 8.52 (1 H, d), 8.57 (1 H, d), 8.66 (1 H, 

s). 
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224: mp 220-221 <C; l ti NMR (400 MHz, CDC1 3 ) 5 2.15 (3 H, s), 2.57 (3 
H, s), 4.70 (2 H, d), 7.20 (2 H, d), 7.56 (2 H, d), 7.65 (1 H, 
s), 7.83 (1 H, brs), 8.44 (1 H, s), 8.53 (1 H, s). 
l H NMR (400 MHz, CDC1 3 ) 6 2.15 (3 H, s), 4.57 (2 H, d), 7.16 (2 
H, d), 7.42 (1 H, brs), 7.56 (2 H, d), 7.66 (1 H, s), 8.65 (2 H, 
s). 

mp 185-186 °C; *H NMR (400 MHz, CDC1 3 ) 8 2.15 (3 H, s), 4.86 (2 
H, d), 7.15 (2 H, d), 7.50 (l H, d), 7.56 (3 H, m), 7.68 (1 H, 
s), 7.87 (1 H, brs). 
227: mp 195-196 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 4.55 (2 H, d), 6.95 (1 
H, brt), 7.13 (2 H, d), 7.17 (1 H, s), 7.18 (1 H, d), 7.42 (2 H, 
d), 7.55 (2 H, d), 8.20 (1 H, s). 
228: mp 160-162 ° C; *H NMR (400 MHz, CDC1 3 ) 6 4.55 (2 H, d), 6.97 (2 

H, t), 7.05 (2 H, d), 7.11 (1 H, d), 7.26-7.31 (6 H, m). 
229: mp 178 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.29 (3 H, s), 4.55 (2 H, 
d), 6.95 (2 H, d), 6.96 (1 H, brt), 7.08 (1 H, s), 7.09 (2 H, 
d), 7.26-7.33 (4 H, m), 8.01 (1 H, s). 
230: mp 197-199 ° C;.^ NMR (400 MHz, DMS0-d 6 ) 6 4.39 (2 H, d), 7.28 

(1H, s), 7.31-7.40 (6 H, m), 7.58 (2 H, d), 9.80 (1 H, t). 
231: mp 199-201 ° C; l H NMR (400 MHz, CDC1 3 ) 8 2.36 (3 H, s), 4.55 (2 
H, d), 6.90 (1 H, t), 7.10 (2 H, d), 7.18 (2 H, d), 7.18 (1 H, 
brs), 7.25 (2 H, d), 7.52 (2 H, d), 8.20 (1 H, brs). 
232: mp 110-111 ° C; »H NMR (400 MHz, CDC1 3 ) 8 4.57 (2 H, d), 7.02 (1 
H, brt), 7.18 (3 H, d), 7.43 (2 H, d), 7.58 (2 H, d), 8.28 (l H, 
s). 

233: mp 144-145 ° C; *H NMR (400 MHz, CDC1 3 ) 8 2.36 (3 H, s), 4.58 (2 

H, d), 6.95 (1 H, brt). 
234: mp 135-137 C; 'H NMR (400 MHz, CDC1 3 ) 8 3.78 (3 H, s), 4.59 (2 . 

H, d), 7.15 (1 H, brt), 7.20 (2 H, d), 7.32 (1 H, d), 7.59 (2 H, 
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. d), 7.69 (1 H, dd), 8.37 (1 H, d). 
235: mp 144-146 0 C; »H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 4.50 (2 

H, d), 6.95 (2 H, t), 7.05 (2 H, d), 7.26 (2 H, d), 7.35 (1 H, 

brt), 7.49 (1 H, s). 
236: n D 25 1.5489; *H NMR (400 MHz, CDC1 3 ) 6 2.17 (3 H, s), 4.52 (2 H, d 

) ,6.96 (2 H, t), 7.17 (2 H, d), 7.37 (1 H, brt), 7.55 (2 H, d), 

7. 66 (1 H, brs). 

237: n D 26 l. 5227; *H NMR (400 MHz, CDC1 3 ) 6 2.17 (3 H, s), 4.55 (2 H, d 
), 7.06-7.17 (4 H, m), 7.36 (1 H, t), 7.36 (1 H, brt), 7.55 (2 
H, d), 7.64 (1 H, brs). 

238: mp 103-105 0 C; l H NMR (400 MHz, CDC1 3 ) 6 2.17 (3 H, s), 4.53 (2 
H, d), 7.09-7.17 (4 H, m), 7.30 (1 H, brt), 7.37 (1 H, dd), 7.55 
(2 H, d), 7.62 (1 H, s). 

239: mp 165 C; X H NMR (400 MHz, CDC1 3 ) 6 2.17 (3 H, s), 3.89 (3 H, 

s), 4.54 (2 H, d), 6.82 (1 H, m), 6.92 (1 H, dd), 6.96 (1 H,dd), 
7.15 (2 H, d), 7.30 (1 H, brt), 7.54 (2 H, d), 7.62 (1 H, s). 

240: mp 159-160 ° C; J H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 4.54 (2 
H, d), 6.69-6.74 (1 H, m), 6.97 (1 H, ddd), 7.07 (1 H, ddd),7.26 
(1 H, brt), 7.27 (2 H, d), 7.31 (2 H, d), 7.39 (1 H, brs). 

241: mp 176-177 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.12 (3 H, s), 4.57 (2 
H, d), 6.69-6.75 (1 H, m), 6.98 (1 H, ddd), 7.08 (1 H, ddd), 7. 30 
(1 H, d), 7.32 (1 H, brt), 7.43 (1 H, s), 7.66 (1 H, dd), 8.37 
(1 H, d). 

242: mp 180-183 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.12 (3 H, s), 4.54 (2 
H, d), 6.89 (1 H, ddd), 7.06 (1 H, dd), 7.17 (l H, dd), 7.27 (2 
H, d), 7.28 (1 H, brt), 7.32 (2 H, d), 7.41 (l H, s). 

243: mp 166-169 ° C; l H NMR (400 MHz, CDC1 3 ) 6 2.12 (3 H, s), 4.57 (2 
H, d), 6.90 (1 H, ddd), 7.07 (1 H, dd), 7.18 (1 H, dd), 7.30 (1 
H, d), 7.35 (1 H, brt), 7.45 (1 H, s), 7.67 (l H, dd), 8.37 (1 
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H, d). 

244: mp 129-130 ° C; *H NMR (400 MHz, CDC1 3 ) 5 2.18 (3 H, s), 4.51 (2 
H, d), 7.23 (2 H, d), 7.31 (2 H, d), 7.33 (1 H, brs), 7.50 (1 H, 
brt). 

245: >H NMR (400 MHz, CDC1 3 ) 6 2. 20 (3 H, s), 4.52 (2 H, d), 6.17 (1 
H, brt), 7.25 (2 H, d), 7.34 (2 H, d), 12.29 (1 H, brs). 

246: mp 118 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 (E isomer) 2. 18 (3 H, s), 
4.53 (2 H, d), 7.30 (1 H, d), 7.37 (1 H, brt), 7.52 (1 H, brt), 
7.63 (1 H, dd), 8.35 (1 H, d). 

247: mp 197 ° C; *H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 4.55 (2 H, 
d), 6.89 (1 H, d), 7.03 (1 H, ddd), 7.06 (1 H, brs), 7.27 (2 H, 
d), 7.29 (1 H, brt), 7.32 (2 H, d), 7.62 (1 H, s). 

248: mp 208 ° C; 'H NMR (400 MHz, CDC1 3 ) 5 2.15 (3 H, s), 4.58 (2 H, 
d), 6.90 (1 H, d), 7.05 (1 H, ddd), 7.06 (1 H, brs), 7.30 (1 H, 
d), 7.34 (1 H, brt), 7.64 (1 H, s), 7.67 (1 H, dd), 8.38 (1 H, 
d). 

249: mp 207 ° C; 'H NMR (400 MHz, CDC1 3 ) 5 2.16 (3 H, s), 4.57 (2 H, 
d), 6.72 (2 H, d), 7.31 (l H, d), 7.36 (1 H, brt), 7.67 (1 H, 
dd), 7.95 (1 H, brs), 8.38 (1 H, d). 

250: mp 169 ° C; X H NMR (400 MHz, CDC1 3 ) 5 2.16 (3 H, s), 4. 58 (2 H, 
d, J = 6.4 Hz), 6.98 (1 H, dd, J= 2.4, 8.4 Hz), 7.25 (1 H, s), 
7.31 (1 H, d, J = 8.4 Hz), 7.36 (1 H, brt, J= 6.4 Hz), 7.58 (1 
H, d, J = 8.4 Hz), 7.64 (1 H, s), 7.67 (1 H, dd, J = 2. 8, 8.4 
Hz), 8.38 (1 H, d, J = 2.8 Hz). 

251: mp 206-208 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 4.58 (2 
H, d, J = 6.4 Hz), 7.12 (2 H, s), 7.31 (1 H, d, J = 8. 4 Hz), 
7.33 (1 H, brt, J = 6. 4 Hz), 7.62 (1 H, s), 7.67 (1 H, dd, J = 
2.8, 8.4 Hz), 8.38 (1 H, d, J = 2. 8 Hz). 

252: X H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 4.54 (2 H, d), 7.24 (2 
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H, d), 7.29 (1 H, brt), 7.30 (2 H, d), 7.59 (2 H, s), 7.95 (l H, 
s). 

253: mp 144-148 0 C; 'H NMR (400 MHz, CDC1 3 ) 6 2.20 (3 H, s), 4.51 (2 

H, d), 6.14 (1 H, brt), 7.25 (2 H, d), 7.34 (2 H, d), 7.62 (2 H, 

d), 13.21 (1 H, s). 
254: mp 204 ° C; X H NMR (400 MHz, CDC1 3 ) 5 7.17 (3 H, s), 4.58 (2 H, 

d), 7.29 (1 H, brt), 7.31 (2 H, d), 7.59 (2 H, s), 7.67 (1 H, 

dd), 7.73 (1 H, s), 8.38 (1 H, d). 
255: !H NMR (400 MHz, CDC1 3 ) 6 2.15 (3 H, s), 4.54 (2 H, d), 7.12 (1 

H, dd), 7.27 (2 H, d), 7.28 (1 H, brt), 7.31 (2 H, d), 7.38 (1 

H, d), 7.57 (1 H, s), 7. 58 (1 H, d). 
256: mp 189-191 0 C; *H NMR (400 MHz, CDC1 3 ) 6 2.15 (3 H, s), 4.57 (2 

H, d), 7.13 (1 H, dd), 7.31 (1 H, d), 7.31 (1 H, brt), 7.39 (1 

H, d), 7.57 (1 H, s), 7.59 (1 H, d), 7.67 (1 H, dd), 8.38 (1 H, 

d). 

257: mp 177 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.12 (3 H, s), 4.56 (2 H, 
d), 6.87 (2 H, d), 7.30 (1 H, d), 7.34 (1 H, brt), 7.47 (1 H, 
brs), 7.57 (2 H, d), 7.66 (1 H, dd), 8.36 (1 H, d). 

258: mp 176 ° C; *H NMR (400 MHz, CDC1 3 ) 6 2.19 (3 H, s), 4.58 (2 H, 
d, J = 6.4 Hz), 7.31 (1 H, d, J= 8.0 Hz), 7.33 (1 H, d, J = 8. 0 
Hz), 7.34 (1 H, brt, J = 6. 4 Hz), 7.48 (1 H, d, J = 2. 0 Hz), 
7. 67 (1 H, dd, J = 2. 8, 8. 0 Hz) , 7. 75 (1 H, d, J = 8. 8 Hz) , 7. 79 
(1 H, s) , 8. 38 (1 H, d, J = 2. 8 Hz) . 

259: mp 163-164 0 C; *H NMR (400 MHz, CDC1 3 ) 6 2.20 (3 H, s), 4.53 (2 
H, d, J = 6.0 Hz), 6.17 (1 H, brt, J= 6.0 Hz), 7.19 (2 H, d, J 
= 8.4 Hz), 7.33 (1 H, d, J = 8. 4 Hz), 7.50 (2 H, d, J = 8. 4 Hz), 
7. 66 (1 H, dd, J = 2. 4, 8. 4 Hz) , 8. 36 (1 H, d, J = 2. 4 Hz) , 
12.97 (1 H, s). 

260: mp 150 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 4.57 (2 H, 



94 



WO 03/059064 ^^PCT/JP03/00152 



d), 7.17 (2 H, d), 7.31 (1 H, d), 7.36 (1 H, brt), 7.51 (2 H, ), 
7.66 (1 H, s), 7.67 (1 H, dd), 8.37 (1 H, d). 
261: mp 207-210 C; 'H NMR (400 MHz, CDC1 3 ) 5 2.16 (3 H, s), 4.58 (2 
H, d), 7.19 (2 H, d), 7.31 (1 H, d), 7.40 (1 H, brt), 7.56 (2 H, 
d), 7.60 (1 H, s), 7.66 (2 H, d), 7.67 (2 H, d), 7.68 (1 H, dd), 
8.39 (1 H, d). 

262: mp 175 ° C; *H NMR (400 MHz, CDC1 3 ) 5 2.16 (3 H, s), 4.57 (2 H, 
d), 6.84 (1 H, d), 6.98 (1 H, d), 7.37 (1 H, brt), 7.50 (1 H, 
dd), 7.68 (1 H, s), 7.79 (1 H, s), 8.29 (1 H, s) . 

263: mp 183 ° C; l H NMR (400 MHz, CDC1 3 ) 6 2.17 (3 H, s), 4.57 (2 H, 
d, J = 6.4 Hz), 6.71 (2 H, d, J= 11.2 Hz), 7.36 (1 H, brt, J = 
6.4 Hz), 7.71 (1 H, s), 7.79 (1 H, d, J = 2. 4 Hz), 8.29 (1 H, d, 
J = 2.4 Hz). 

264: mp 151 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.12 (3 H, s), 4.52 (2 H, 
d, J = 6.0 Hz), 6.44 (1 H, brs), 6.72 (2 H, d, J = 11.2 Hz), 
7.78 (1 H, d, J= 2.0 Hz), 8.25 (1 H, d, J = 2. 0 Hz), 13.00 (1 H, 
d, J= 2. 0 Hz). 

265: n D 2B l. 5748; J H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 4.52 (2 H, 

), 7.16 (2 H, d), 7.25 (1 H, d), 7.34 (1 H, brt), 7.42 (1 H, d) , 
7.54-7.59 (3 H, m), 7.66 (1 H, s). 

266: mp 136 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.17 (3 H, s), 2.39 (3 H, 
s), 4.50 (2 H, d), 7.02 (1 H, d), 7.15 (2 H, d), 7.20 (1 H, s), 
7.30 (1 H, brt), 7.48-7.54 (3 H, m), 7.67 (1 H, s). 

267: mp 157 ° C; *H NMR (400 MHz, CDC1 3 ) 6 2.11 (3 H, s), 2.26 (3 H, 

s), 2.27 (3 H, s), 4.52 (2 H, d), 7.12 (5 H, m), 7.20 (1 H, rt), 
7.52 (2 H, d), 7.60 (1 H, s). 

268: rap 144-145 ° C; l H NMR (400 MHz, . CDC1 3 ) 61.21 (3 H, t), 2.12 (3 
H, s), 2.31 (6 H, s), 2.59 (2 H, q), 4.50 (2 H, d), 6.92 (l H, 
s), 6.95 (2 H, s), 7.01 (2 H, d), 7.11 (2 H, d), 7.29 (1 H, rt), 
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7. 39 (1 H, s) . 

269: mp 176-177 C; *H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 4.63 (2 

H, d), 7.03 (2 H, d), 7.26 (2 H, d), 7.40 (1 H, brt), 7.43 (2 H, 

d), 7.48 (1 H, s), 7.64 (2 H, d). 
270: mp 193-194 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.17 (3 H, s), 4.64 (2 

H, d), 7.16 (2 H, d), 7.42 (l H, brt), 7.44 (2 H, d), 7.55 (2 H, 

d), 7.64 (2 H, d), 7.64 (1 H, brs). 
271: mp 170 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.14 (3 H, s), 3.91 (3 H, 

s), 4.64 (2 H, d), 7.03 (2 H, d),.7.24 (2 H, d), 7.35 (1 H, 

brt), 7.40 (2 H, d), 7.47 (1 H, s), 8.02 (2 H, d). 
272: mp 173 ° C; J H NMR (400 MHz, CDC1 3 ) 6 2.14 (3 H, s), 4.67 (2 H, 

d), 7.04 (2 H, d), 7.27 (2 H, d), 7.45 (1 H, brt), 7.49 (3 H, 

m) , 8. 20 (2 H, d) . 
273: mp 79-80 ° C; l H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 3.89 (3 

H, s), 4.49 (2 H, d), 5.58 (1 H, s), 6.87 (3 H, m), 7.00 (2 H, 

d), 7.23 (2 H, d), 7.23 (1 H, brt), 7.43 (1 H, s) . 
274: mp 180-181 ° C; *H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 3.88 (6 

H, s), 4.51 (2 H, d), 6.84 (3 H, m), 7.01 (2 H, d), 7.23 (2 H, 

d), 7.24 (1 H, brt), 7.42 (1 H, s). 
275: mp 115-116 ° C; *H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 4.53 (2 

H, d), 4.76 (2 H, q), 6.85 (1 H, d), 7.14 (2 H, d), 7.26 (1 H, 

brt), 7.54 (2 H, d), 7.60 (1 H, s), 7.66 (1 H, dd), 8.12 (1 H, 

s). 

276: mp 101-102 ° C; *H NMR (400 MHz, CDC1 3 ) 6 2.14 (3 H, s), 4.54 (2 
H, d), 7.00-7.03 (6 H, m), 7.24-7.31 (8 H, m), 7.44 (1 H, s). 

277: mp 175 C; X H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 4.54 (2 H, 
d), 6.89 (1 H, d), 7.14 (4 H, m), 7.18 (1 H, t), 7.30 (1 H, rt), 
7.40 (2 H, t), 7.54 (2 H, d), 7.60 (1 H, s), 7.73 (1 H, dd), 

8. 17 (1 H, d). 
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278: mp 135-136 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 4.55 (2 
H, d) , 6.92-7.03 (6 H, m), 7.24-7.30 (7 H, m), 7.43 (1 H, s). 

279: mp 199-200 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 2.33 (3 
H, s), 4.54 (2 H, d), 6.91 (2 H, d), 6.95 (2 H, d), 7.02 (2 H, 
d), 7.15 (2 H, d), 7.23-7.29 (5 H, m), 7.43 (1 H, s). 

280: mp 136 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.14 (3 H, s), 4.58 (2 H, 
d), 7.02-7.05 (6 H, m), 7.25 (2 H, d), 7.34 (1 H, brt), 7.35 (2 
H, d), 7.46 (1 H, s), 7.57 (2 H, d). 

281: mp 151 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 3.80 (2 H, 

dt), 4.13 (2 H, t), 6.94 (2 H, d), 6.98 (1 H, t), 7.16 (2 H, d), 
7.31 (2 H, dd), 7.44 (1 H, brt), 7.54 (2 H, d), 7.60 (1 H, s). 

282: mp 163 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 3.77 (1/2 

H, dt), 3.78 (3/2 H, dt), 4.09 (1/2 H, t), 4.10 (3/2 H, t), 6.86 
(2 H, d), 7.03 (1/2 H, d), 7.15 (3/2 H, d), 7.24 (2 H, d), 7.37 
(1 H, brt), 7.40 (1/2 H, d), 7.54 (1 H, s), 7.57 (3/2 H, d). 

283: mp 166-168 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 3.80 (2 
H, dt), 4.15 (2 H, t), 7.17 (2 H, d), 7. 21 (2 H, dd), 7.24 (2 H, 
dd), 7.40 (1 H, brt), 7.53 (2 H, d), 7.84 (1 H, s), 8.08 (1 H, 
dd). 

284: mp 111 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.17 (3 H, s), 6.19 (1 H, 

d, J = 3.2 Hz), 6.94 (2 H, d, J= 8.4 Hz), 7.23 (2 H, d, J = 8. 4 

Hz), 7.49 (2 H, d, J = 8. 4 Hz), 7.59 (2 H, d, J = 8. 4 Hz), 7.75 

(1 H, s), 8.57 (1 H, d, J = 3.2 Hz). 
285: mp 160-163 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 5.00 (2 

H, s), 7.03 (2 H, d), 7.40-7.44 (3 H, ra), 7.45-7.49 (2 H, m), 7. 

51 (2 H, d), 7.62 (1 H, s), 9.15 (l H, s). 
286: mp 149 ° C; l H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 4.96 (2 H, 

s), 7.06 (2 H, d), 7.37 (2 H, d), 7.40 (2 H, d), 7.54 (2 H, d), 

7.66 (1 H, s), 9. 16 (1 H, s). 
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287: mp 116-122 ° C; *H NMR (400 MHz, CDC1 3 ) 5 2.24 (3 H, s), 3.34 (3 
H, s), 4.50 (2 H, d), 6.96 (2 H, t), 7.05 (2 H, d), 7.55 (2 H, 
d), 7.57 (1 H, brt). 

288: mp 94-95 ° C; *H NMR (400 MHz, CDC1 3 ) 5 2.24 (3 H, s), 3.33 (3 
H, s), 4.53 (2 H, d), 7.04 (2 H, d), 7.06 (l H, d), 7.13 (1 H, 
d), 7.36 (1 H, t), 7.55 (2 H, d), 7.56 (l H, brt). 

289: mp 151 ° C; l H NMR (400 MHz, CDC1 3 ) 5 2.26 (3 H, s), 3.30 (3 H, 
s), 4.56 (2 H, d), 6.74 (1 H, dd), 6.76 (1 H, dd), 7.31 (1 H, 
d), 7.49 (1 H, dd), 7.55 (1 H, brs), 7.67 (1 H, dd), 8.38 (1 H, 
d). 

290: mp 155 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.27 (3 H, s), 3.27 (3 H, 
s), 4.56 (2 H, d), 6.52 (2 H, d), 7.32 (1 H, d), 7.52 (1 H, 
brt), 7.67 (1 H, dd), 8.38 (1 H, d). 

291: mp 105-106 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.24 (3 H, s), 3.33 (3 
H, s), 4.55 (2 H, d), 7.05 (2 H, d), 7.31 (1 H, d), 7.51 (2 H, 
d), 7.60 (1 H, brt), 7.67 (1 H, dd), 8.37 (1 H, d). 

292: mp 143-144 ° C; 'H NMR (400 MHz, CDC1 3 ) 5 2.27 (3 H, s), 3.32 (3 
H, s), 4.56 (2 H, d), 6.76 (1 H, d), 6.78 (1 H, d), 7.50 (1 H, 
dd), 7.59 (1 H, brt), 7.80 (1 H, d), 8.29 (1 H, d). 

293: mp 131 ° C; 'H NMR (400 MHz, CDC1 3 ) 5 2.23 (3 H, s), 3.34 (3 H, 
s), 4.55 (2 H, d), 7.05 (2 H, d), 7.55 (2 H, d), 7.62 (1 H, 
brt), 7.80 (1 H, s), 8.29 (1 H, s). 

294: *H NMR (400 MHz, CDC1 3 ) 51.22 (6 H, d), 1.81 (3 H, s), 3.97 (1 
H, septet), 4.57 (2 H, d), 6.59 (1 H, d) , 6.62 (1 H, d), 7.34 (1 
H, d), 7.47 (1 H, dd), 7.62 (1 H, brt), 7.69 (1 H, dd), 8.39 (1 
H, d). 

295: mp 106 ° C; *H NMR (400 MHz, CDC1 3 ) 6 1.23 (6 H, d), 1.80 (3 H, 
s), 3.97 (1 H, septet). 4.56 (2 H, d), 6.60 (1 H, d), 6.64 (1 H, 
d), 7.48 (1 H, dd), 7.65 (1 H, brt), 7.82 (1 H, d), 8.29 (1 H, 
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d). 

296: mp 112-114 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 1.24 (6 H, d), 1.68 (3 
H, s) , 3. 89 (1 H, m) , 4. 56 (2 H, d) , 6. 93 (2 H, d) , 7. 54 (2 H, 
d), 7.65 (1 H, brt), 7.81 (1 H, s), 8.30 (1 H, s). 

297: l H NMR (400 MHz, CDC1 3 ) 5 1.48 (9 H, s), 1.98 (3 H, s), 4.52 (2 
H, d, J = 6.4 Hz), 7.30 (1 H, d, J = 8. 4 Hz), 7.37 (2 H, d, J = 
8. 4 Hz) , 7. 61 (2 H, d, J = 8. 4 Hz) , 7. 64 (1 H, dd, J = 2. 4, 8. 4 
Hz), 7.69 (1 H, brt, J = 6. 4 Hz), 8.35 (1 H, d, J = 2.4 Hz). 

298: mp 128-129 ° C; 'H NMR (400 MHz, CDC1 3 ) 5 1.19 (3 H, t), 2.73 (2 
H, q), 3.34 (3 H, s), 4.55 (2 H, d), 7.01 (2 H, d), 7.32 (1 H, 
d), 7.54 (3 H, d), 7.66 (1 H, dd), 8.38 (1 H, d). 

299: mp 115-116 ° C; *H NMR (400 MHz, CDC1 3 ) 5 0.84 (3 H, t), 1.20 (6 
H, d), 2.25 (2 H, q), 3.86 (1 H, m), 4.57 (2 H, d), 6.96 (2 H, 
d), 7.33 (1 H, d), 7.52 (2 H, d), 7.60 (1 H, brt), 7.68 (1 H, 
dd), 8.39 (1 H, d). 

300: mp 175-176 ° C; *H NMR (400 MHz, CDC1 3 ) 6 4.49 (2 H, d), 6.68 (1 
H, brt), 7.17 (1 H, dd), 7.43 (4 H, m), 7.64 (2 H, d). 

301: mp 188-189 ° C; ^ NMR (400 MHz, CDC1 3 ) 6 4.58 (2 H, d), 7.23 (1 
H, d), 7.23 (1 H, brs), 7.32 (1 H, d), 7.39 (1 H, d), 7.54 (2 H, 
m), 7.72 (1 H, dd), 8.38 (1 H, d). 

302: mp 211 ° C; »H NMR (400 MHz, CDC1 3 ) 6 2.36 (3 H, s), 4.58 (2 H, 
d), 6.80 (1 H, brt), 7.10-7.30 (6 H, m), 7.64 (2 H, d), 9.10 (1 
H, brs). 

303: mp 185-189 ° C; ! H NMR (400 MHz, DMSO-d 6 ) 5 4.52 (2 H, d), 7.50 
(2 H, d), 7.71 (2 H, d), 7.82 (4 H, m), 9.08 (1 H, brt). 

304: mp 103 ° C; *H NMR (400 MHz, CDC1 3 ) 6 2.96 (3 H, d), 4.50 (2 H, 
d), 5.13 (1 H, brd), 7. 06 (2 H, d), 7.16 (2 H, m), 7.42 (2 H, 
m), 7.50 (2 H, d), 7.50 (1 H, brs). 

305: n D 25 1.6149; *H NMR (400 MHz, CDC1 3 ) 5 2.90 (3 H, d), 4.51 (2 H, 



99 



WO 03/059064 




'CT/JP03/00152 



d), 4.90 (1 H, brd), 6.89 (1 H, t), 7.02 (3 H, m), 7.24-7.33 (6 
H, m), 7.5 (1 H, brs). 
306: mp 90-93 ° C; *H NMR (400 MHz, CDC1 3 ) 6 2.26 (3 H, s), 3.02 (3 

H, d), 4.51 (2 H, d), 5.25 (1 H, brd), 7.00 (1 H, d), 7.10 (1 H, 
s), 7.23 (4 H, m), 7.32 (2 H, d), 7.32 (1 H, brs), 7.51 (1 H, 
brs) . 

307: n D 26 1.5520; X H NMR (400 Mz, CDC1 3 ) 6 2.96 (3 H, d) , 4.52 (2 H, 
d), 5.16 (1 H, brd), 7.04 (2 H, d), 7.15 (1 H, s), 7.25 (2 H, 
d), 7.33 (2 H, d), 7.49 (2 H, d), 7.49 (1 H, brs). 

308: n D 25 1.5662; *H NMR (400 MHz, CDC1 3 ) 6 2.35 (3 H, s), 2.94 (3 H, 
d), 4.51 (2 H, d), 5.20 (1 H, brd), 7.03 (2 H, d), 7.17 (3 H, 
in), 7.21 (2 H, d), 7.44 (1 H, brs), 7.47 (2 H, d). 

309: mp 116-118° C; 'H NMR (400 MHz, CDC1 3 ) 6 3.00 (3 H, d), 3.03 (3 
H, s), 4.51 (2 H, d), 6.15 (1 H, brd), 6.86 (2 H, d), 7.32 (1 H, 
d), 7.48 (2 H, d), 7.64 (1 H, dd), 8.13 (1 H, brt), 8.37 (1 H, 
d). 

310: mp 157-164 ° Cl 'H NMR (400 MHz, CDC1 3 ) 6 1.54-1.64 (6 H, m), 

2.89-3.08 (4 H, m), 4.52 (2 H, d), 7.08 (2 H, d), 7.34 (1 H, d), 
7.47 (2 H, d), 7.50 (1 H, d), 7.65 (1 H, dd), 8.37 (1 H, d). 

311: mp 160-167 ° C; «H NMR (400 MHz, CDC1 3 ) 6 3.18 (4 H, m), 3.83 (4 
H, m), 4.53 (2 H, d), 7.12 (3 H, d), 7.32 (1 H, d), 7.53 (2 H, 
d), 7.65 (1 H, m), 8.37 (1 H, d), 8.70 (l H, d). 

312: mp 211 ° C; X H NMR (400 MHz, DMS0-d 6 ) 6 2.11 (3 H, s), 4.40 (2 

H, d), 7.18 (1 H, ddd), 7.33 (2 H, d), 7.39 (2 H, d), 7.48 (1 H, 
brs), 7.75 (1 H, ddd), 8.42 (1 H, brt). 

313: mp 204-206 ° C; l E NMR (400 MHz, DMS0-d 6 ) 6 2.10 (3 H, s), 4.43 
(2 H, d), 7.17 (1 H, ddd), 7.47 (1 H, brt), 7.73 (1 H, brt), 
7.79 (1 H, dd), 8.37 (1 H, d). 

314: mp 219 C; J H NMR (400 MHz, DMSO-dg) 6 2.12 (3 H, s), 4.40 (2 
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H, d), 7.33 (2 H, d), 7.34-7.39 (3 H, m), 7.39 (2 H, d), 7.93 (1 

H, d), 8.42 (1 H, brt). 
315: mp 249 ° C; 'H NMR (400 MHz, DMSO-dg) 6 2.11 (3 H, s), 4.42 (2 

H, d), 7.35 (1 H, dd), 7.43 (1 H, brt), 7.49 (l H, d), 7.79 (1 

H, dd), 7.91 (1 H, brs), 8.36 (1 H, d), 8.51 (1 H, brt). 
316: mp 222 ° C; 'H NMR (400 MHz, DMS0-d 6 ) 6 2.13 (3 H, d), 4.40 (2 

H, d), 7.34 (2 H, d), 7.40 (2 H, d), 7.58-7.71 (3 H, m), 8.21 (1 

H, brs), 8.49 (1 H, brt). 
317: mp 247 C; *H NMR (400 MHz, DMSO-dg) 6 2.12 (3 H, s), 4.43 (2 

H, d), 7.50 (1 H, d), 7.55 (1 H, s), 7.63 (1 H, brd), 7.80 (1 H, 

dd), 8.21 (1 H, brs), 8.38 (1 H, d), 8.54 (1 H, brt). 
318: mp 180-183 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 7.46 (2 H, d), 

7.09-7.41 (4 H, m), 7.46 (1 H, s), 7.54 (2 H, d), 8.55 (1 H, 

brs) . 

319: mp 97-114 ° C; »H NMR (400 MHz, CDC1 3 ) 6 4.70 (2 H, d), 7.15 (1 
H, brd), 7.21 (2 H, d), 7.49 (1 H, s), 7.59 (2 H, d), 8.33 (1 H, 
s). 

.320: mp 202 C; *H NMR (400 MHz, CDC1 3 ) 6 2.11 (3 H, s), 4.65 (2 H, 
dd, J = 0. 8, 6.4 Hz), 6.70-6.75 (1 H, m) , 6.99 (1 H, ddd, J = 2. 
8, 6.8, 12.0 Hz), 7.09 (1 H, ddd, J = 8. 8, 8.8, 9. 6 Hz), 7.33 (1 
H, brt, J = 6.4 Hz), 7.42 (1 H, s), 7.46 (1 H, t, J = 0. 8 Hz). 

321: mp 176 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.12 (3 H, s), 4.65 (2 H, 

d, J = 6.0 Hz), 6.73 (2 H, dd, J = 6. 0, 9.2 Hz), 7.35 (1 H, brt, 
J = 6. 0 Hz), 7.46 (1 H, s), 7.61 (1 H, s). 

322: mp 177-178 C; *H NMR (400 MHz, CDC1 3 ) 6 2.11 (3 H, s), 4.65 (2 
H, dd, J = 0. 8, 6.0 Hz), 6.90 (1 H, ddd, J = 2. 8, 4.0, 9.2 Hz), 
7.08 (1 H, dd, J = 8.4, 9.2 Hz), 7.19 (1 H, dd, J = 2. 8, 6.0 
Hz), 7.37 (1 H, brt, J = 6. 0 Hz), 7.45 (1 H, s), 7.46 (1 H, t, J 
= 0.8 Hz). 
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323: mp 198 ° C; *H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, d), 4.66 (2 H, 
d), 6.84 (1 H, d), 6.99 (l H, d), 7.35 (1 H, brt), 7.48 (1 H, 
s), 7.52 (1 H, d), 7.66 (1 H, s). 

324: rap 146 ° C; X H NMR (400 MHz, CDC1 3 ) 5 2.16 (3 H, s), 4.66 (2 H, 
d, J = 6.4 Hz), 6.72 (2 H, d, J= 10.8 Hz), 7.34 (1 H, brt, J = 
6.4 Hz), 7.47 (1 H, s), 7.81 (l H, s). 

325: mp 167-168 ° C; l H NMR (400 MHz, CDC1 3 ) 8 2.15 (3 H, s), 4.66 (2 
H, dd , J = 0.8, 6.4 Hz), 6.91 (1 H, brd, J = 8.4 Hz), 7.05 (1 
H, ddd, J = 2.0, 2.0, 1.0 Hz), 7.08 (1 H, brs), 7.36 (1 H, brt, 
J= 6.4 Hz), 7.47 (1 H, t, J = 0.8 Hz), 7.68 (1 H, s). 

326: mp 164 ° C; 'H NMR (400 MHz, CDC1 3 ) 5 2.13 (3 H, s), 4.65 (2 H, 
dd, J = 0.8, 6.4 Hz), 7.15 (1 H, dd, J = 9. 2, 9.2 Hz), 7.24 (1 
H, dd, J = 2. 4, 3.6, 9.2 Hz), 7.29 (1 H, dd, J = 2. 4, 6.0 Hz), 
7.33 (1 H, brt, J = 6.4 Hz), 7.46 (1 H, t, J = 0. 8 Hz), 7.53 (1 
H, s). 

327: mp 162 ° C; l H NMR (400 MHz, CDC1 3 ) 5 2.12 (3 H, s), 4.65 (2 H, 
dd, J = 0.8, 6.4 Hz), 6.90 (1 H, dd, J = 2. 8, 8.8 Hz), 7.25 (1 
H, d, J = 2.8 Hz), 7.34 (1 H, d, J = 8. 8 Hz), 7.36 (1 H, brt, J 
= 6.4 Hz), 7.46 (1 H, s). 

328: mp 209 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.16 (3 H, s), 4.67 (2 H, 

d, J = 5.6 Hz), 6.98 (1 H, dd, J= 2.4, 8.8 Hz), 7.26 (1 H, brs), 
7.37 (1 H, brt, J = 5.6 Hz), 7.48 (1 H, s), 7.59 (1 H, d, J = 8. 
8 Hz), 7.63 (1 H, s). 

329: mp 182 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.15 (3 H, s), 4.67 (2 H, 
d, J = 6.4 Hz), 7.13 (2 H, s), 7.34 (1 H, brt, J= 6.4 Hz), 7.48 
(1 H, s), 7.64 (1 H, s). 

330: mp 118 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.14 (3 H, s), 4.66 (2 H, 
dd, J = 0.8, 6.0 Hz), 7.21 (1 H, dd, J = 2. 8, 8.4 Hz), 7.33 (1 
H, brt, J = 6.0 Hz), 7.39 (1 H, d, J = 2. 8 Hz), 7.41 (1 H, d, J 
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= 8.4 Hz), 7.46 (1 H, t, J = 0. 8 Hz), 7.64 (1 H, brs). 

331: mp 183-185 ° C; *H NMR (400 MHz, CDC1 3 ) 5 2.11 (3 H, s), 4.64 (2 
H, dd, J = 0.8, 6.0 Hz), 6.98 (2 H, d, J = 8. 8 Hz), 7.35 (1 H, 
brt, J = 6.0 Hz), 7.40 (2 H, d, J = 8. 8 Hz), 7.45 (1 H, t, J = 
0.8 Hz), 7.48 (1 H, s). 

332: mp 118 ° C; X H NMR (400 MHz, CDC1 3 ) 6 2.14 (3 H, s), 4.65 (2 H, 
dd, J = 0.8, 6.0 Hz), 7.14 (1 H, dd, J = 2. 8, 8.8 Hz), 7.34 (1 
H, brt, J = 6.0 Hz), 7.40 (1 H, d, J = 2. 8 Hz), 7.46 (1 H, t, J 
= 0.8 Hz), 7.59 (1 H, d, J = 8. 8 Hz), 7.69 (1 H, brs). 

333: mp 152-154 ° C; X H NMR (400 MHz, CDC1 3 ) 6 2.14 (3 H, s), 4.66 (2 
H, d, J = 6.4 Hz), 7.21-7.26 (2 H, m), 7.34 (1 H, s), 7.39-7.44 
(2 H, jn) , 7.47 (1 H, s) , 7.64 (1 H, s). 

334: mp 144 ° C; *H NMR (400 MHz, CDC1 3 ) 5 2.18 (3 H, s), 4.67 (2 H, 

dd, J = 0.8, 6.0 Hz), 7.30-7.38 (2 H, m) , 7.47 (1 H, s), 7.49 (1 
H, d, J = 0.8 Hz), 7.75 (1 H, s), 7.78 (l H, d, J = 5. 6 Hz). 

335: mp 161 ° C; ! H NMR (400 MHz, CDC1 3 ) 6 2.13 (3 H, s), 4.64 (2 H, 

dd, J = 0.8, 6.4 Hz), 7.09 (2 H, d, J = 9. 2 Hz), 7.17 (2 H, d, J 
= 9.2 Hz), 7.35 (1 H, brt, J = 6. 4 Hz), 7.45 (1 H, s), 7.52 (1 
H, s). 

336: mp 151 ° C; 'H MR (400 MHz, CDC1 3 ) 5 2.26 (3 H, s) , 3.30 (3 H, 

s), 4.65 (2 H, dd), 6.76 (1 H, d), 6.78 (1 H, d), 7.47 (1 H, s) , 
7.50 (1 H, dd), 7.56 (1 H, brt). 

337: mp 141-142 ° C; l H NMR (400 MHz, CDC1 3 ) 6 2.28 (3 H, s), 3.28 (3 
H, s), 4.66 (2 H, dd, J = 6.0, 0.8 Hz), 6.54 (2 H, d, J= 11.6 
Hz), 7.47 (1 H, s), 7.55 (1 H, brt, J= 6.0 Hz). 

338: mp 143 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.23 (3 H, s), 3.33 (3 H, 
s), 4.64 (2 H, d), 7.04 (2 H, d), 7.45 (1 H, s), 7.55 (2 H, d), 
7.62 (1 H, brt). 

339: mp 77 ° C (E:Z=2.8:1); 'H NMR (400 MHz, CDC1 3 ) 6 (E isomer) 
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2.24 (3 H, s), 3.17 (3 H, s), 3.24 (3 H, s), 4.70 (2 H, s), 6.51 
(2 H, d, J = 12.0 Hz), 7.50 (1 H, s) ; (Z) 2.26 (3 H, s), 3.03 (3 
H, s), 3.24 (3 H, s), 4.82 (2 H, s), 6.45 (2 H, d, J = 12.0 Hz), 
7. 46 (1 H, s). 

340: »H NMR (400 MHz, CDC1 3 ) 6 1.23 (6 H, d), 1.79 (3 H, s), 3.96 (1 

H, septet), 4.66 (2 H, dd), 6.59 (1 H, d), 6.12 (1 H, d), 7.47 

(1 H, d), 7.48 (1 H, dd), 7.62 (1 H, brt). 
341: »H NMR (400 MHz, CDC1 3 ) 81.23 (6 H, d), 1.67 (3 H, s), 3.88 (1 

H, septet), 4.64 (2 H, d), 6.92 (2 H, d) , 7.47 (1 H, s), 7.53 (2 

H, d), 7.62 (1 H, brt). 
342: mp 213-215 ° C; 'H NMR (400 MHz, DMSO-d 6 ) 5 4.55 (2 H, d), 7.61 

(1 H, s), 7.72 (2 H, d), 7.82 (2 H, d), 9.15 (1 H, brt). 
343: mp 169-170 ° C; *H NMR (400 MHz, CDC1 3 ) 6 2.94 (3 H, d), 4.63 (2 

H, d), 5. 06 (1 H, brs), 7.05 (2 H, d), 7.17 (1 H, s), 7.46-7.52 

(4 H, m). 

344: mp 180-181 C; 'H NMR (400 MHz, CDC1 3 ) 8 2.13 (3 H, s), 4.55 (2 
H, d, J=6.4Hz),7.04(2H,d, J=8.8Hz), 7. 26 (2H, d, J=8. 8Hz) , 7.39(1H, 
brt, J=6. 4) , 7. 51 (1 H, brs) , 7. 78 (1H, d, J=2. 4Hz) , 8. 28 (1H, d, J=2. 4Hz 
). 

345: mp 154-155 ° C; 'H NMR (400 MHz, CDC1 3 ) 8 2.15 (3 H, s), 4.57 (2 
H, d, J=6. 4Hz) , 7. 23 (1H, dd, J=8. 0, 8. OHz) , 7. 26 (1H, d, J=8. OHz) , 7. 35 (1H, 
s) , 7. 40 (1H, d, J=8. OHz) , 7. 42 (1H, brt, J=6. 4Hz) , 7. 63 (1H, s) , 7. 80 (1H, d, 
. J=2. 4Hz) , 8. 29 (1H, d, J=2. 4Hz) . 

346: mp 151 ° C; 'H NMR (400 MHz, CDC1 3 ) 6 2.19 (3 H, s), 4.58 (2H, d, 
J=6. 4Hz) , 7. 33 (1H, d, J=8. 4Hz) , 7. 38 (1H, brt, J=6. 4Hz) , 7. 50 (1H, brs) , 
7. 76 (1H, d, J=8. 4Hz) , 7. 80 (1H, d, J=2. OHz) , 7. 81 (1H, s) , 8. 29 (1H, d, J=2. 0 
Hz). 

347: mp 176-178 ° C; 'H NMR (400 MHz, CDC1 3 ) 8 2.12 (3 H, s), 4.64 (2 
H, d, J=6. 4Hz) , 7. 03 (2H, d, J=8. 8Hz) , 7. 26 (2H, d, J=8. 8Hz) , 7. 36 (1H, brt, J 
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=6. 4Hz) , 7. 45 (1H, s) , 7. 50 (1H, brs) . 
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99, 100, 104, 106, 107, 109, 110, 111, 113, 115, 117, 118, 119, 120, 121 
, 122, 123, 124, 125, 126, 127, 128, 129, 131, 134, 136, 137, 139, 144, 
145, 146, 147, 152, 153, 155, 157, 159, 160, 162, 163, 166, 168, 171, 17 
4, 175, 176, 177, 178, 182, 184, 185, 189, 190, 191, 192, 194, 195, 196, 

197, 201, 207, 208, 209, 210, 211, 212, 215, 216, 217, 219, 220, 225, 2 
26. 227, 230, 235, 236, 237, 238, 240, 241, 242, 243, 246, 247, 248, 249 
, 250, 251, 255, 256, 257, 258, 259, 262, 263, 264, 265, 266, 267, 270, 
272, 275, 284, 287, 288, 289, 290, 292, 294, 295, 296, 297, 298, 299, 30 
0, 302, 303, 304, 307, 309, 318, 320, 321, 322, 323, 324, 325, 326, 327, 

328, 329, 330, 331, 332, 333, 334, 335, 336, 337, 338, 339, 340, 342, 3 
43, 344, 345, 346, 347. 



108 



WO 03/059064 




'CT/JP03/00152 



ft 3fc <D ffl 

1. TIB-^ (I) 



A 
I 




109 



WO 03/059064 




•CT/JP03/00152 



2. ±ia— (i) *f», art^q«, *H-?*Uftaku-c, G^fejgwrtus 
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^^S^ ^n7;v^WS, 7;i^^;w^^7^^;H > /Nn7/^;V7^ 
=^ T/Pdp-^^^^nyl/^ ^nT/l^/l^/P/ft^/V^ 7y-;^ 7jj 

T/^adpi/^ /%o7;i,3dr^S > zJvl^/l^, 7^S, T^/U^-^ 
>\>7.}V7 ^ —/I'm, /no7/P^^7 TA'^Vl^/l'/ft—A'S&TJ^ 

n r a- *c,vx;vib b-fcz>m&vmttfiz> m&mxw& <* *lt v > x h & v > 
QXfcAkM&m&mm\^x^xh&\<\ ) -efctK 

W# % K*JH\ - (C (R l ) (R 2 ) ) -O (C (R 1 ) (R 2 ) ) n - N - 

(C (R 1 ) (R 2 ) ) n O- (Ci-C, nttl~5©SE«:«:**U R\&t*R 2 fc\ 

U R^R 2 tt, Jtti^ti— fiftefcoT, TA^f-y-r^SSr^LTV^ 
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, T y — y^/^^^/vSX^^^o^^/VTjN^/vS G 2 ^ AP^y 

zkl&S. ta=¥a^ ^p7/v^S, T;w^-/H, ^p7 

;l^/Jr-/^ s TA^r—A^ ^ n TA^—A^ TA=3^i/^ % ap7;V3^ 

3^#A/}?~A& S TA^A^-;*"^ /NnTA^A^^S, TA^rA* A7 >f ~ 
/np7/>^7/P7^-;v1, 7^:¥^^/v*-^S N /npT/^/^/I/ 
tJn^/^ % 7 !^ -/vS, 7D-;vt^^ 7U-;Wi, ^rn^ ^v 1 

^ygi 1 , 7jc^> S/T/S, 7;w=Jf-;vS, ^n7;^/H, TA^~/i^ ^ 
jVtr=.;V^ TA^r—A^ /npT/v^^^I, 7/1/3^^1, ./MnTA = 
=^v^ ^A^AS, TVA2E % 7^^^!, TA^^/i^^/i^ T 
A^rA^^S^ .^nTAdrA^:^^ T JV^jVT.jvy 4 c^Al^ ^nTA^rA;* 
/l^-f nA«3£ N TA^A^Atfv^A^&tJ^nTA^A^A^—A^^k&Sil 

H£©Ta=*aS. m®;mv<fe£ri&<DT/vf~/vm, 3l(«^t<liM©7 
A-^=A-2£ G 6 te, /M^Vjl^K 7^3^^!, ./noTA^^S 

10. A' ^nyvjg^-, TA^A^, /np7/^/H> TA^^S, 
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15. X 1 ' *#JDR-^ ^^l~4^T/P<Jr^y^ &*Sfc 1 ~ 1 0 0D 
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